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^f;kT'tttiiLfc 0 mm^^m^, u m^mwt^ 

hv v^mMistz.^ mM&Mmm3z^fc 0 nbthtcmm&n — ^y-^-m 

^f;K«IiT«»fLT»^©If6^gl (5 6mg, 7 
7. 3%) £r#fc 0 
mp 2 8 4- 2 8 6 °C. 

1 H — NMR (DMSO-d 6 ) : 8 3. 8 4 (2H, s), 6. 98 (1H, 
d, J = 8. 8Hz), 7. 42 ( 1 H, d, J=6. 8Hz), 7. 49 (2H, 
t, J = 7. 6Hz), 7. 58-7. 61 (3H, m) , 8. 07 ( 1 H, d, 
J = 2. 8Hz), 12. 25 (H, brs). 
m 2 0 4 : 2 0 4 <D^^<D§SBt 

^»-cii9 5 (3) ^pj^^st^tvv mm^m^m-o 

!&m : 2 5 . 9 % 

mp 262-263 °C. 

'H-NMR (DMSO-d 6 ) : 8 7. 0 2 (1 H, d, J=8. 1Hz), 
7. 3 4- 7. 4 7 (1 0H, m), 7. 63 ( 1 H, d, J = 6. 9Hz), 8. 
08 (1H, d, J = 2. 4Hz), 11. 88 ( 1 H, brs), 12. 08 (l 
H, brs). 

[ 2 - T ^ 7 - 4 , 5 - v 5 7 ~,*^T : T 0 #>ffc;^ij£tfc (Nihon Kagaku 

Zasshi)j, 1 9 6 2^, ^8 3t, p. 2 0 9 0M1 
M2 0 5 : <fb^#-5§-2 0 5 (Dik&m<Dm.lk 

MPcb Lt> 5-^n^i^y^7l/^ N ^t/2-T^ y-4— <^v ? /lx- 5-^;n 
^^f7y v ;^^v^til 9 5(3) i: lnI«o^Srm\ ^ffi{^^i«r#7^ 0 

« : 2 8 . 1 % 

mp 198 — 200 °C. 

1 H— NMR (DMSO-d 6 ) : 6 4. 0 8 (2H, s), 6. 95 (1H, 
d, J = 8. 8Hz), 7. 15-7. 22 ( 3 H, m), 7. 30 ( 2 H, t, 
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J = 7. 6Hz), 7. 3 8- 7. 4 3 ( 1 H, m) , 7. 47 (4H, d, J = 
4. 4Hz), 7. 57 (1H, brd, J = 8. 8Hz), 8. 05 (1H, d, 
J = 2. 4Hz), 11. 98 (1H, brs). 

[ 2 - 7 U - 4 5 - 7i-;kf 7^/^/1/ : \>r^t>)V-T^ K • 7 

T^--^^^— T^%;V- If a \y^r -f ^ (Chemical and Pharmaceutical Bulletin) J, 
1 9 6 23s IlOt, p. 3 7 6#i] 
M 2 0 6 : 2 0 6 <£Kb^tf>®Bt 

Ift^LT, W2-7$y-5-7ici;k-4- (b 

y7/vtn^f^) f7y-;^lv^tMi 9 5 (3) i[^]#(D^^^ev\ $g 

JR^s : 3 3 . 2 % 

mp 250 °C (dec). 1 H — NMR (DMSO-d 6 ) : 6 7.0 2 (1 
H, d, J = 8. 8Hz), 7. 51 (5H, s), 7. 63 (1H, dd, J = 
8. 8, 2. 4Hz), 8. 02 ( 1 H, d, J = 2. 8Hz), 12. 38 (l 
H, brs). 

M 2 0 7 : 2 0 7 <ZHt/1^J<D®Bt 

iS^i tt, 1 -^—/l^- 1 , 3 - 7*^y^y?ffflV^il 9 5 (1) ~ (3) 

l&m : 8 . 9 % ( 3 HU) 

(1) a -^n^e- 1 1 , 3-^^^v 5 ^-^ 

1 H — NMR (CDC 1 3 ) : S 2. 46 (3 H, s), 5. 62 (1H, s), 
7. 4 8-7. 5 4 (2H, m), 7. 64 ( 1 H, tt, J = 7. 5, 2. 1H 
z), 7. 97-8. 01 (2H, m). 

(2) 2 -7* 5 / - 5 -Tir^fvv- 4 -7x^7)/- /V 

1 H — NMR (DMSO-d 6 ) : 5 2. 18 (3H, s ), 7. 50-7. 55 
(2H, m), 7. 5 9- 7. 6 8 (3H, m), 8. 69 ( 2 H, brs). 

(3) 5-^n^e-N- (5 -7-fef;v-4-7x -;vf-7 y'- tv- 2 — f ;v) 
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- 2 - t Kn^r^yXT ^ K (^^#^ 2 0 7) 

1 H — NMR (DMSO-d 6 ) : S 2. 44 (3 H, s), 6. 99 (1H, d, 
J = 9. 0Hz), 7. 55-7. 71 (4H, m) , 7. 7 6- 7. 8 0 (2H, 
m), 8. 01 (1H, d, J=2. 4Hz), 12. 36 (2H, br). 
m 2 0 8 : fb-^^J## 2 0 8 (D 

WMt LT, 1 , 3 -v^m^A— l , 3 -^nz-^^^JlV^Ml 9 5(1) 

~ (3) tiRi^o^^v\ mmi^m^m^o 

: 4 9 . 7 % 

(1) a-y'n^e-l, 3-^71-^-1, 3 -^n^^v?;^ 

1 H — NMR (CDC 1 3 ) ' 8 6. 5 5 ( 1 H, s), 7. 4 5-7. 5 0 (4 
H, m), 7. 61 (2H, tt, J = 7. 2, 2. 1Hz), 7. 98-8. 0 
1 (4H, m). 

(2) 2 -T ^ 7-5 — ^^^/^)V — 4-7x^;^7 , /-;l' 

1 H — NMR (DMSO - d 6 ) : 5 7. 04-7. 18 (5H, m), 7. 22 
-7. 32 (3H, m), 7. 3 5- 7. 3 8 (2H, m) , 8. 02 (2H, s). 

(3) 5 -7n^-N- (5 — O'^-f/l'- 4 -7 a^/V^TV^/l — 2 — f/V) 

- 2 - t Fn^^yXT ^ K (^^#-^- 2 0 8) 

1 H — NMR (DMSO-d 6 ):6 7. 03 (1H, d, J = 8. 7Hz), 7. 
17-7. 30 (5H, m), 7. 3 9-7. 4 7 (3H, m) , 7. 57-7. 
60 (2H, m), 7. 64 ( 1 H, dd, J = 8. 7, 2. 7Hz), 8. 05 
(1H, d, J = 2. 4Hz), 11. 82 ( 1 H, brs), 12. 35 ( 1 H, 
b r s ) . 

m 2 0 9 : <fb-a-#>#-5§- 2 10 <£>{b-£^<D§£jt 

MiLt, 2-7^/-4-7x — T /V- 

- 5 - tr/v^i/M xf•^^T;^^iv^t^l 9 5 ( 3 ) t mWk^m'f&ft^, 

IjX^ : 6 9 . 4 % 
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X H-NMR (DMSO-d 6 ) : 8 1. 2 2 (3H, t, J = 7. 5Hz), 4. 
21 (2H, q, J=7. 5Hz), 7. 07 ( 1 H, d, J = 8. 7Hz), 7. 
4 3-7. 4 7 (3H, m), 7. 53 ( 1 H, dd, J = 8. 7, 2. 4Hz), 
7. 7 0- 7. 7 4 (2H, m), 7. 92 (1H, d, J = 3. OHz), 11. 
8 8 (1H, b r), 12. 2 9 ( 1 H, b r s). 
M 2 1 0 : ty&m^t'Hr 2 0 9 <D{k&t&o<D$m 

WMtVX, RXf 2 -T ^ / - 4 - 7x^f7y*-/V 

- 5 -jfr/Vaffi^gfe xf;l,x^T^^fflV^TW 1 95(3)t K=Bft©tftfts&?TV\ 

*W : 2 8 . 6 % 

mp 197-199 °C. 

1 H — NMR (DMSO-d 6 ) : 5 1.21 (3H, t, J=6. 8Hz), 
4. 20 (2H, q, J = 6. 8Hz), 7. 01 ( 1 H, d, J = 8. 8Hz), 
7. 4 3- 7. 4 8 (3H, m) , 7. 63 (1H, dd, J = 8. 8, 2. 4 

Hz), 7. 7 0-7. 7 2 ( 2 H, m), 8. 04 ( 1 H, d, J = 2. 4Hz), 
12. 33 (1H, brs). 

012 11 : fb£*4fe##2 1 1 (Ott&m<»mk 

(1) ~ (3) ^H«©Jftf^^m\ ^«{b#^Sr#fc 0 
iRjfi : 4 0 . 0 % ( 3 IS) 

(2) 2-T5/-4- (-O-^y/U^-ti 7^~)V) f7y^-5-*;^y 

'H-NMR (CDC 1 3 ) : 5 1. 23 (3H, t, J = 7. 2 Hz), 4. 2 
1 (2H, q, J = 7. 2Hz), 5. 41 (2H, s). 

(3) 2- KP^^y^;!/) (^^^7 
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;^n7x-;^) ^T:f—;V- 5 -%/V7$^m (-fb^#-^-2 1 1) 

1 H — NMR (DMSO— d 6 ) : 5 1. 20 (3H, t, J = 7. 2Hz), 2. 
51 (2H, q, J=7. 2Hz), 7. 02 ( 1 H, d, J=8. 7Hz), 7. 
64 (1H, dd, J = 8. 7, 2. 7Hz), 7. 90 ( 1 H, d, J = 3. 0 
Hz), 11. 92 (1H, br), 12. 58 (1H, br). 
m 2 1 2 : ^^^#-§-2 1 2 (D^^j<DMM 

(1) 2- (5-7'n ; t-2-t Kn^^y^;H T ^ 7 - 4 - 7 a ~)V*$~ 
TV~—)V- 5 — tf/V-Tj^gfc 

2- (5-^P j e-2-tKn^y^;V) 7^;-4-7x^f7/- 
5 -#/M?i^@fe;n^vK3z;*7v> 0ffrcHfo##2 0 9) ^V^8 2 £ HHH 

UKafs : 6 7 . O % 

1 H — NMR (DMSO-d 6 ): 5 7. 0 0 ( 1 H, d, J = 8. 8Hz), 7. 
4 2-7. 4 4 (3H, m), 7. 62 ( 1 H, dd, J = 8. 8, 2. 4Hz), 
7. 7 0- 7. 7 2 (2H, m) , 8. 04 ( 1 H, d, J = 2. 4Hz), 12. 
31 (1H, brs), 12. 99 (1H, brs). 

(2) [2- ( 5 -^n^e- 2 - t Kndfv~<;/yV/I/) T % S -1-7 zr.^jV?' 
T;/— --OKI -N-^^/^/V^=3rih5 K ({b^#J##2 1 2) 

2- (5-^n^-2-t Kndr^yyV/H 7^-4-7x=AfT^ 
^-5-^7/1/^^^(0. 2 0g, 0. 4 8mmo 1), ^f;k7^ 4 0%^ 
* y — )VW$L (0. 2ml). 1 - fc Kn dp- y'MJ7 /V 7)cfn^ (96. 

7mg, 0. 7 2mmol),WSC'HCl (137. 2mg, 0. 72mmo 
1), ^b^t Ko75^ (1 5mL) 1 8B#^*#bfc 0 SJS 

y^pvh^77^- (n-^MJ-^ : gjsBfc3^/V=l : 2) "Cft^U $&iH 
{fc (^nn^^^/n-^^^) Lt«^©fefe^ (8 7. 9 m g , 
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4 2. 6 %) Sr#fc„ 

X H-NMR (DMSO- d 6 ) : 6 2. 7 0 (3H, d, J = 4. 5Hz), 7. 
02 (1H, d, J = 9. 0Hz), 7. 40-7. 48 ( 3 H, m), 7. 63 
(1H, dd, J = 9. 0, 2. 4Hz), 7. 68-7. 71 (2H, m) , 8. 
06 (1H, d, J = 2. 4Hz), 8. 16 ( 1 H, t, J=4. 5Hz), 1 
1. 88 (1H, br), 12. 15 ( 1 H, brs). 

KToH»«^v^TW2 1 2 (2) ©#ifeas§|JE$;h/rv^#£\ flfcTkffll'S^I 
t tttt, WSC-HCK Wl - t Kn^^y h y T^—sl/^nm&m 

M 2 1 3 : ^^^#-S§- 2 13 (D^-^-^KD^it 

Mi Lt, 2- Kn^f^^^^) T^y-4-7^ 

~;V?-7V'- /V- 5 -^/^^K (M2 1 2 (1) (Dik&m), RXI^/l-T^^ 

co 7 o%7K«^rfflv^TM2 12(2) i na«©sM£«rfT v\ mmft&m*%fc.o 

l&^Z : 6 2 . 5 % 

X H-NMR (DMS O- d 6 ) : 8 1. 05 ( 3 H, t, J = 6. 9Hz), 3. 
15-3. 24 (2H, m), 7. 02 ( 1 H, d, J = 8. 7Hz), 7. 40 
-7. 47 (3H, m), 7. 63 ( 1 H, dd, J = 8. 7, 3. 0Hz), 7. 
6 9 - 7. 7 2 (2H, m) , 8. 06 ( 1 H, d, J = 2. 4Hz), 8. 20 
(1H, t, J=5. 4Hz), 11. 84 (1H, br), 12. 14 ( 1 H, 
brs). 

ffl 2 1 4 : fl^*&## 2 14 (Dit&m^Wkfe 

WMt LT^ 2- (5-7^^-2-t Kn^r^yyV/H T^y-4-7^ 
^f7^-5-^^Vi (M2 1 2 (1) ©{b^k Wy7"o^ 
7>;y»tM2 12 (2) tl^I#©^^fTV\ ^®<t:^§r#7bo 
I&ip. :23. 9 % 

1 H — NMR (DMSO-d 6 ) : 8 1. 07 (6H, d, J = 6. 3Hz), 4. 
02 (1H, m), 7. 02 (1H, d, J = 9. 0Hz), 7. 40-7. 52 
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(3H, m), 7. 64 ( 1 H, dd, J = 8. 7, 2. 7Hz), 7. 69-7. 
73 (2H, m), 8. 06 (1H, d, J = 2. 7Hz), 11. 89 ( 1 H, 
b r), 12. 14 (1H, brs). 

WMt LT N 2- (5-/13^-2-1; Ko^f^yyV^) T^y-4-7rc 
^7/^-5-*/V*VS (M2 1 2 (1) (Dit^m), Xt;2-7x^f 

/V7?y*fflv^2i2 (2) fcPW©!ftffrSr*fv\ *«^«jS:#fco 

lW : 6 2 . 2 % 

1 H-NMR (DMSO-d 6 ): 5 2. 7 8 (2H, t, J = 7. 5Hz), 3. 
43 (2H, q, J = 7. 5Hz), 7. 02 ( 1 H, d, J = 9. 0Hz), 7. 
19-7. 24 (3H, m), 7. 27-7. 3 3 (2H, m), 7. 39-7. 
41 (3H, m), 7. 61-7. 65 ( 3 H, m), 8. 06 ( 1 H, d, J = 
2. 4Hz), 8. 25 (1H, t, J = 6. 0Hz), 11. 85 ( 1 H, br 
s), 12. 15 (1 H, brs). 
M2 1 6 : 2 1 6 <D{b&ft<DWk 

Mi Lt, 5 -"fu^y f-;vm, RXf2-T 5. J - 4- (fy7;^n^f 
/>) f7^-5-^^y| xf;H^f^fflV^til 9 5 (3) £1^1 

: 8 8 . 7 % 

1 H-NMR (DMSO-d 6 ) : 8 1. 32 (3H, t, J = 7 . 2Hz), 4. 
33 (2H, q, J = 7. 2Hz), 7. 01 ( 1 H, d, J = 8. 7Hz), 7. 
63 (1H, d d, J = 8. 7, 2. 7Hz), 7. 98 ( 1 H, d, J=2. 4 
Hz), 12. 64 (1H, br). 
M21 7 : ik&m^2 1 7 (Dik&m(Dm.?k 

WMt Lt, 5-^nu-N- {4- [(1, 1-v^fvV) - 5- [(2, 

t'^/Kl f-7^- /V- 2 --OW -2-t Kn^i/^yX 
7 5; K ({fcl^#-^l 95), Rt^Tir^Vl^n y K£fflV^TM9 6 ^f<D^ 
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'6 5. 3 % 

1 H — NMR (CDC 1 3 ) : S 1. 3 2 (9H, s), 1. 33 (9H, s) , 2. 
46 (3H, s), 7. 22 ( 1 H, d , J = 8. 4Hz), 7. 56 ( 1 H, d 
d, J=8. 7, 2. 4Hz), 8. 05 (1H, d, J = 2. 7Hz), 9. 8 
2 ( 1 H, b r s ). 

M2 1 8 : 2 1 8 ©-fb#«J©*l3t 

IgOf&l-t LT, 4-t Kn^vtf 3 -tf/VaJ^Bfc&t^ -T^ / - 4 - 

7i^f7/-;V-5-i?;^yi xf;Ux^T;^IV^il 9 5 (3) 

Ifc^ : 6 1 . 7 % 

mp 207-208 °C. 

1 H — NMR (DMSO-d 6 ): 8 1. 23 ( 3 H, t, J = 7. 2Hz), 4. 
22 (2H, q, J = 7. 2Hz), 7. 16 ( 1 H, d, J=8. 7Hz), 7. 
36 (1H, t, J = 7. 5Hz), 7. 4 5- 7. 5 0 ( 5 H, m), 7. 69 
-7. 76 (4H, m), 7. 85 (1H, dd, J = 8. 7, 2. 4Hz), 8. 
31 (1H, d, J = 2. 4Hz), 11. 73 ( 1 H, brs), 12. 60 (l 
H, brs). 

[ 4 — t K n dp- tT 7 a; S-^/^Vi^fhy^KPy (Tetrahedron) J , 

1997 3s i5 3#, p. 11437 #J#J 
M2 19 : fb£-«&##2 1 9 <Dtt&QB(Dmk 
WMtVX, (4' -7/V^-n-4-t Kn^^tf^-^) - 3 
152-7 5; / - A-y ax=-;Vf-T-/'—/V- 5 — ^/l^^Bfe xf/Vx^7/l'^ffl 

wcmi9 5 (3) tmwk(Dm^*ft\<\ mmi£&to&&ito 

U^z : 6 2 . 7 % 

mp 237-238 °C. 

1 H — NMR (DMSO-d 6 ) : 5 1.22 (3H, t, J = 7. 2Hz), 
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4. 21 (2H, q, J = 7. 2Hz), 7. 13 ( 1 H, d, J = 8. 4Hz), 

7. 28 (2H, t, J = 8. 8Hz), 7. 4 4-7. 4 5 ( 3 H, m) , 7. 
71-7. 75 (4H, m), 7. 81 ( 1 H, dd, J = 8. 8, 2. 4Hz), 

8. 27 (1H, d, J = 2. 4Hz), 11. 67 ( 1 H, brs), 12. 5 
8 ( 1 H, brs). 

[(4' -7^tn-4-t Ko^r^t^x-^) - 3 -Jj;Vi$y^ : \*r f ^ 
Ko^ (Tetrahedron) J, 1 9 9 7^, ||5 3 #, p. 1 1 4 3 7 
M 2 2 0 : it&m^ 2 2 0 (D\Y&m<DW£k 

m&bVX, (2', 4' -^7/l^n-4-fc Kn^^tf^^—zP) -3-#/V 
^>-^&tJ ? 2 -T 5 / - 4-7x^f7/^- 5 -tf/kstf^Sfc ^^-/v^x 

f;^fflV^J19 5 (3) tlH#o^Sr=frV\ mm^m^n^. 0 

iRip : 4 5 . 6 % 

mp 206-207 °C. 

1 H — NMR (DMSO-d 6 ) : 5 1.22 (3H, t, J = 7. 2Hz), 
4. 22 (2H, q, J = 7, 2Hz), 7. 17 ( 1 H, d, J = 9. 0Hz), 
7. 21 (1H, t d, J = 8. 7, 2. 4Hz), 7. 38 ( 1 H, ddd, J 
= 11. 7, 9. 3, 2. 4Hz), 7. 4 4-7. 4 6 (3H, m) , 7. 6 
0-7. 75 (4H, m), 8. 13-8. 14 ( 1 H, m) , 11. 86 ( 1 H, 
brs), 12. 46 (1H, brs). 
M 2 2 1 : ik&m^ 2 2 1 (Dit^m(DWkT& 
(1) [4-t - (MJ7/vtn^f;^) \£7 -3-#/t- 

5-^n^f-y ^v^H (500 mg, 2. 30 mm o 1), 

(MJ7/VtP^f/l')7i^7y (4 8 8mg, 2. 5 7mmol),» 
7^7^ (lOmg, 0. 0 4 0mmol) Sl^lM ^ttbyy^ (7mL) 
©m^^r 8 0 °Ct 1 B#r^»# Ufc 0 KJ^^^^r 2 ii^^fc Stm^^A- 
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y as&t** * isRxr* f j -;v\z. j; 19 * ^/i^n*7vHfc u *v^> y 77 ^ 

ir^&fw b^77^- (n-^dfih^ : #1*3^4,= 5 : X ) ^ Lt || 
(5 6 3mg) fcfcfc. (lOmL) lefctfu 2«g 

TKSfe^hy (3mL) Sr^L, ifcvve 6 0°Ct 1 H#RgSfc#Lfc 0 

EE#*L7fc 0 WfcttfcaSSrn-^^ih^--^^ p;v^^yt«lSTtK 
^b"Ciift^©6MS (4 5 8mg, 7 0. 4%) &#f Co 
mpl85°C(dec). 

X H-NMR (DMSO-d 6 ) : 6 7. 09 (1 H, d, J = 8.8Hz), 7. 
77 (2H, d, J = 8. OHz), 7. 85 ( 2 H, d, J = 8. OHz), 7. 
90 (1H, dd, J = 8. 8, 2. OHz), 8. 10 ( 1 H, d, J = 2. 4 
Hz), 11. 80 (1H, brs). 
(2) 2- {[4-fc - (f57;vtn^f^) if7x^] -3 

TVl' (fc£^#-*§-2 2 1) 

M^LT. [4-fc Kndr^-4' - (fy7/>tn^f^) tf^^^/k] -3 
W2-7^-4-7x^f7/^-5-^| a 
f;^r/^xii9 5 (3) fciai«l©Jft^*ffv\ *«ft^*#*: 0 

: 41. 7 % 
mp 2 3 6- 2 3 7 °C. 

1 H — NMR (DMSO-d 6 ) : 5 1. 22(3 H, t, J = 7. 2Hz), 
4. 21 (2H, q, J = 7 . 2Hz), 7. 18 (1H, d, J = 8. 8Hz), 
7. 4 4- 7. 4 5 (3H, m), 7. 7 2- 7. 7 4 (2H, m), 7. 81 (2 
H, d, J = 8. 4Hz), 7. 91 (1H, dd, J = 8. 8, 2. 4Hz), 
7. 9 3 (2H, d, J=8.4Hz), 8. 3 6 (1H, d, J =2. 4Hz), 11. 
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78 (1H, brs), 12. 62 ( 1 H, brs). 
092 2 2 : 2 2 2 <Dfc&m<OWk 

WMt\^X^ 2-t (l-tfay/u) 3fct*2-r^y 

(3) i mm^mft&n v\ ^s^^§r#fc 0 

: 5 5 . 0 % 

1 H-NMR (DMS O— d 6 ) : S 1. 22 (3H, t, 3 = 7. 2Hz), 4 . 

22 (2H, q, J = 7. 2Hz), 6. 26 (2H, t, J = 2. 1Hz), 7. 

13 (1H, d, J = 8. 7Hz), 7. 32 ( 2 H, t, J = 2. 1Hz), 7. 

4 3-7. 4 7 (3H, m) , 7. 7 0- 7. 7 5 (3H, m), 8. 09 (1H, 
d, J = 2. 7Hz), 11. 58 (1H, brs), 12. 55 (1H, brs). 
M 2 2 3 : 2 2 3 (Dik&m^Mfe 

(1) 2 -t Kn^rv*- 5 - (2-^^/i/> gtS#H? 

5 — ^n^E-f-y ^v«(5 0 Omg, 2. 3 0 mm o 1 ) N £r 1 , 2-v ? ^h d f^ 

-f^) ^ 7 ^^(8 0mg, 0. 0 7mmo 1 ) £»P. gfitlO«#t 
fc 0 7jcV^^ t Kn ^ ^ - 2 xn;i/#7 y ( 3 2 4 m g , 2. 5 3 mm o 1 ) 
RTfi 1 M mm.-i- M)7A(7mL) SrSfc&P b 2 Bf^Pfl&M bfc 0 KJS?Jll^£^ 

nhntcmm^mm^^^ h y ^fv^y/w^rv^ z^m**? s—mz. x. <o 

p>.^;U=^^MtV, 7jcV^^>!J*^>7j7^^Pvh^77^- (n-^^-f- 
^: g^gfeai^i/=5 : 1) •e»lLTt«(2 7 7mg)lr#7c 0 
/-;V(5mL)i«L, 2m^7kmt-f- h V ^A(l . 5mL)»b 

-C6 o°cr*i ^wa#bfc 0 sjsi^ti^s?af^pf, 2^^m}-fe^st 
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* y-ClitlfUtaaflS^Ofifefti ( 5 8 m g , 11. 5 %) £r#fc 0 
1 H — NMR (DMS O — d 6 ) : 5 6. 9 5 (1 H, d, J = 8. 8Hz), 7. 0 
9(1H, dd, J=4. 8, 3. 6Hz), 7. 3 7 ( 1 H, dd, J=4. 0, 1. 
2Hz), 7. 45(1H, dd, J = 5. 2, 1. 2Hz), 7. 74(lH, dd, 
J = 8. 8, 2. 8Hz), 7. 96(1H, d, J = 2. 8Hz). 

(2) 2- [2-kKn^-5- (2-^^/V) ^^W/Kl 757-4- 
7x^;Vf7^V-5-^/V^ ^/I^c^tVV- Offc*^Hfc## 2 2 3) 
Jgftt UT, 2-tKn^-5- (2-^^/k) ^&#gfe N W2-75 7 
- 4 - 7 x^;vf 5 xf /kx^r/^fflv^TM 1 9 5 

(3) |sa«©SM£«:fTV\ ^®^-a-^^#fc 0 

I&Spi : 5 8 . 2 % 

mp 2 13-214 °C. 

'H-NMR (DMS O- d 6 ) : 5 1. 22(3H, t, J = 7. 2Hz), 4. 2 
1(2H, q, J = 7. 2Hz), 7. 1 0 ( 1 H, d, J = 9. 2Hz), 7. 12(1 
H, dd, J=4. 8, 3. 6Hz), 7. 4 4- 7. 4 6 (4H, m) , 7. 50 
(1H, dd, J=4. 8, 1. 2Hz), 7. 71-7. 7 4 ( 2 H, m) , 7. 7 
9(1H, dd, J = 8. 8, 2. 4Hz), 8. 2 1 ( 1 H, d, J = 2. 4Hz), 
11. 78(1H, b r s), 12. 44(1H, brs). 
m 3 0 1 : 3 0 1 <Dft&m<DW& 

(1) 5 n n- 2 — ^ j3 -7x=/^fVV 

2-y^n^e— 4— p7=-y^ ( 3 0 0 m g , 1 . 4 mm o 1 h ( 2 

1 lmg, 2mmo lk b U ^f^7 5 V (13/iL, 0. 1 mm o 1) N by 
7x^7tX7^fy (5 0mg, 1. 9 mm o 1 ) ®7t b ~ b V ?V ( 6 m L) 
tti^t^7^7^ (2 lmg, 7mol%) ^Px., T/l'^^iMT, 8 

»aES:WBft^^A' (1 5mL) Tff3RL> 2 il/tiM, 7k, l&fn^fek-cjil#c?5fc 
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;^7A^nvf^77^- (n-^fy:gt|xf^=io : l) -eft§gb 

(1 1 8mg, 3 5. 6%) £#7h 0 
1 H— NMR (CDC1 3 ):5 3. 85 (3H, s), 6. 80 (1H, d, J 
= 8. 8Hz), 7. 08 (1H, d, J=16. 8Hz), 7. 17 ( 1 H, d 
d, J=8. 8, 2. 5Hz), 7. 2 0- 7. 4 2 (4H, m) , 7. 51-7. 
5 5 (3H, m). 

(2) 4-^nn-2-Xf!J;k7i;^ (M#^3 0 1) 
5-^pp-2-^ bdrv'- j3 -^^—/W^V^ (80mg, 0. 3 mm o 1) 
©i^^nn^^^ (2mL) %m\Z.^ T/^^H^T^ lmo 
y7n5hV^nn^^^i(0. 5mL, 0. 5mmo 1) ^SMi, 

1 2mmmw^tc 0 R^m^mmm^^ (i5mD -»$^u tk. i&fn^ 

^^rixy 7^^/^-77-7 n-v' h^^-f— (n— ^^i^^ : @^@^9Vv= 3 : 1) 
T'fti^LT, (3 4. 2mg, 4 5. 4%) &#fc 0 

1 H — NMR (CDC 1 3 ): 5 4. 95 (1 H, brs), 6. 74 (1H, d, 
J = 8. 7Hz), 7. 09 (1H, dd, =8. 7, 2. 4Hz), 7. 10 (1 
H, d, J = 16. 2Hz), 7. 2 8 -7. 3 9 (4H, m), 7. 49-7. 
5 4 (3H, m). 

M3 0 2 : ^^#-§-3 0 2(D4t&m<Dm& 
(1) (S) - 2 - T ^ 7 - 3-7x^-N-[3, 5-1?* (M)7;^n^ 

3, 5 - If * (hV 7 7^u^/P) T — I) ^ (0. 2 0 g, 0. 8 7 mm o 1 ) N 
N- (te r t-7h^^;V#^) -L-7i-^77^ (2 5 4. 8m 
g, 0. 9 6mmo 1), =Ift!)y (40/iL, 0. 4 6 mm o 1 h Y/V^ly 

(4mD (Dm^rn*:, r;v^iy^mnrf, 8o°c-ei. 5mmmw^o 50s 
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ftLt, SWI^b'&*OStefe»5fe (3 3 3. 7mg, 92. 9%) £#7t 0 
1 H — NMR (DMSO-d 6 ): 5 3. 13 ( 1 H, dd, J = 13. 8, 8. 
1Hz), 3. 29 (1H, dd, J = 13. 8, 6. OHz), 4. 37 ( 1 H, 
s), 7. 2 5 - 7. 3 8 (5H, m), 7. 86 ( 1 H, s), 8. 30 (2H, 
s), 8. 48 (3H, s), 11. 95 (1H, s). 

skTvmMMte&^xfflso 2 (i) (Djj&tfwmztix^zm^ ss^o^v 

(2) (S) - 2-7tb^y-5-^PD-N- (2-^^-/^-1- {[3, 
F 

2-7thdfi/-5-^nn$IfH (104mg, 0. 48mmolh (S) 
- 2 — T$ 7 - 3 -7x=^-N-[3, 5-t*X (MJ ^^i — 

;P]7°nt°ty7 5 K (0. 2 0g, 0. 4 8mmolh 

M)7/-/> (7 1. 4m g, 0. 5 3mmol) ©N, N-^^f/V^A7 
^ K (4mL) SBfcK:, WS C • HC 1 (1 8 4mg, 0. 9 6 mm o 1 ) 

IKS:«JEEe*UT#e>^*:»ii£Sr^y ^WyA^nv h^77^- (n-^ 
df^V : ft|fe3i^=3 : l->2 : 1) XmMVX, mM4k&®><D&'&1l£M* (1 
4 1. 4 m g , 5 1. 4 %) £r#7fc 0 

1 H — NMR (DMSO-d 6 ) : 5 2. 0 5 (3H, s), 3. 04 ( 1 H, d 
d, J = 13. 8, 9. 9Hz), 3. 19 ( 1 H, dd. J = 13. 8, 4. 8 
Hz), 4. 73-4. 81 (1H, m), 7. 2 2- 7. 3 5 (6H, m), 7. 
54 (1H, d, J = 2. 4Hz), 7. 60 ( 1 H, dd, J = 8. 7, 2. 4 
Hz), 7. 81 (1H, s), 8. 27 ( 2 H, s), 8. 91 ( 1 H, d, J = 
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7. 8H z), 10. 8 1 (1H, s). 

«T©IIMtfcvti3 0 2 (2) <Dj?8k&%\m£hx^zm&, JBbffl6&ffl 
t Lt« N WS C-HC1, RXfil - fc Kn^r^y/ f y Ty*— /I' &rMV^fc 0 

(3) (S) -5-^PP-2-tKP^-N- (2— 7a=i/V— 1- {[3, 
5-tfy. (MJ7/vtn^f;v) :7^~/iyj #/w^^f/v} ^n^vv) ^yxY^ 
K 0fb^4&## 3 0 2) 

(S) - 2-Tir b^rv— 5-^nn-N- ( 2 -^^n/V- 1 - {[3, 5 - tf 
^ (MJ7/vto^f;v) #/w^^f/W a^/k) -<yX7 ^ K (1 

4 1. 4mg, 0. 2 5 mmo 1) (D ^ ? h7t (2mL 

+ 2 m L ) 5 ^^TKSfe'fk-t- h V V ( 0 . 2mL) ^Dt 1 

nai^/HiSrTk, isfn^TK-ejiis^^b, an*?*^ h y !7 AfW, mm 

y^lftLT, ^JH^^^O fi^Jfr* (74. 4 in g , 56. 8 %) £#fc„ 
1 H — NMR (DM SO— d 6 ) : S 3. 13 (1H, dd, J = 13. 8, 9. 
0Hz), 3. 26 (1H, dd, J = 14. 1, 4. 8Hz), 4. 85-4. 
92 (1H, m), 6. 95 (1H, d, J = 8. 7Hz), 7. 19-7. 23 
(1H, m), 7. 26-7. 31 (4H, m), 7. 45 ( 1 H, dd, J = 8. 

7, 2. 4Hz), 7. 81 (1H, s), 7. 97 ( 1 H, d, J = 2. 4Hz), 

8. 26 (2H, s), 9. 12 ( 1 H, d, J = 7. 2Hz), 10. 89 (l 
H, s ), 12. 01 (1 H, s ). 

^T©»ai^v^T«3 0 2 (3) (D^m^\m^nx\^^m^ m.mti,x 
Lts, tK> yyy— /k ThytKn^^vfoli^ifb 

M 3 0 3 : -(^^#-§-3 0 ^(Di^m^m^ 
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(1) [1- ({[3, 5-l*X (MJ7^tP^f/V) ^^^/^] 7^/} 
^/V) ;*^/Kl #/W^V@g 1, 1 — ^^J-;V^.^-;V=^^=r;V 

3 , 5 - H X (hV ~7>VJrxi * f-;V) T~ P >- ( 0 . 20g, 0. 87 mm o 1 ) 
»Tf7tFn77y (4mL) >-#HtCl^ N- (ter t- 

^ b^^/VJK^/V-) ^Ui/y (18 3. 5 m g, 1. 0 5 mm o 1 h MJxf 
/VT^Z/ (0. 25mL, 1. 7 9 mm o 1 ) &M5L^ 2k?$T??fr*P^ 
ftyv (9 6|iL, 1. 0 5mmol) giB."? 5 B#MSfc# Lfc„ KJSiB 

Xf/VjjyJ*? n-^r h^57 (n-^^-^V : gfcgferc^vi^ 2 : l->3 : 2) 

LT, «Hfl2-a^O e-felt* (10 1. 9 m g , 3 0. 3 %) £#7c 0 
X H — NMR (CDC1 3 ) : 5 1. 49 (9H, s), 3. 99 ( 2 H, d, J 
= 6. OHz), 5. 37 (1H, t, J = 6. OHz), 7. 57 ( 1 H, s), 
8. 00 (2H, s), 9. 06 ( 1 H, brs). 

(2) 2-7^ 7-N-[3 , (M)7/Vtn^f/>) T^^/l/lTir h 

[1- ({[3, ( h V 7;v$ru*?-;v) y^=-;V] 7^} 

^^/V] */W<*Vifc 1, l-^f/Vxf;>x^f;V(10 1. 9mg, 0. 
2 6 mm o 1 ) (£4 • g^^A«£ ( 1 m L) ^^P^, 1 H#|ig 

8t#Lfc„ S^^^l-n-^^^V (1 5mL) Srft*., *ff ffl L7h£-feH#:& 

Lt, *ffi^4fc© & (80. 8 m g , 96. 4 %) £#7c 0 

1 H — NMR (CD3OD) : 5 3. 89 (2H, s), 7. 71 (1H, s), 
8 . 2 2 (2H, s ). 

(3) 2 -Tir b^r->- 5 n n -N- ({[3, 

2-7th^fv'-5-^nn^|f|(5 9. lmg, 0. 2 8 mm o 1 ), 2- 
T^7-N-[3, (h5 7/Vto^f/l/) 7x^]7tb7^FSt 
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1 (80. 8 nig, 0. 2 5mmolK 1-t Kn^^y/MJT^ (3 
7. 2 nig, 0. 2 8mmol) CON, N^f^MT^ K (3mL) |:t 

1- WSC-HCl (9 5. 9mg, 0. 5mmol) JtMyL, MLT? 3 B#WflH$ 

SI:^y^^/^7A^n-7f^77^- (n — ^^c^ls : ^fr^x^=?-;v = 3 : 2 
->1 : 1) tiSLT, #®fb#*>©efel&* (8 3. 7m g, 6 9. 3%) £ 

X H — NMR (CDC 1 3 ) : S 2. 40 (3H, s), 4. 40 (2H, d, J 
= 5. 4Hz), 7. 17 (1H, d. J = 8. 4Hz), 7. 40 ( 1 H, t, 
J = 5. 4Hz), 7. 53 (1H, dd, J=8. 4, 2. 4Hz), 7. 62 
(1H, s), 7. 82 (1H, d, J = 2. 4Hz), 8. 19 (2H, s), 9. 

2 0 (1H, s). 

(4) 5-^ ncr-2-t Ft3^->-N- ({[3, 5 - fcf ^ (MJ7/Vtn^f 

2- 7-feh^r^-5-^nP-N- ({[3, 5 - If* ( h !J 7;^n ^ f;v) 7 
^~;V\ #/W^^f/W *J-;V) ^yX7^ K (8 3. 7mg, 0. 1 7mmo 
1) ©^^7-;I//7f7tKn77>' (2mL+lmL) 5^7^^ 

h y i> (o. imD ^px., ifit20^wtfc o fcjfcm^ 

n^r bi^^^^— (n -^^IhV : 2 : 1) -t?ft§Sk 

n-^^ftyi?i»tt,I«M«l©efeii (4 7. 7mg, 6 3. 7%) 

'H-NMR (DMSO-d 6 ): 5 4. 18 (2H, d, J = 5. 4Hz), 7. 
00 (1H, d, J = 9. 0Hz), 7. 47 (1H, dd, J = 9. 0, 2. 7 
Hz), 7. 80 (1H, s), 7. 96 ( 1 H, d, J = 2. 7Hz), 8. 27 
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(2H, s), 9. 25 (1H, t, J = 5. 4Hz), 10. 78 (1H, s), 
12. 14 (1 H, s). 

M 3 0 4 : 3 0 4 (D\Y&m(DWk 

(1) jj ^/v t R^i? K 
5-^n-2-tFn^If| A, (0. 50 g, 2. 7m 
mo 1), tK7^-*» (0. 3mL, 6. 2mmol), x^/-/l/(5 

mL) (DM^^6H#K»5»^b7t 0 ^^^iSrM^T^^, n 

•^^^D^*rmb7t^§r^bT, WMih&m<D&&mM i (3 9 5. 9mg, 

7 9.2 %) £#7c 0 

X H-NMR (DMSO-d 6 ) : d 6. 90 (1H, d, J=8. 7Hz), 7. 
38 (1H, dd, J=8. 7, 2. 7Hz), 7. 85 ( 1 H, d, J = 8. 7 
Hz), 10. 2 3 (b r s). 

(2) 5-^PPt!)« [3, 5 - tr* ( h y -o-^y 
irV] t K ({h^#)#-^3 0 4) 

5-^Pt!)f /W ;K7^K(2 13. 9mg, 1. 2mmolK 3, 6 - If 
^(MJ^/VtP^^^XT/vftFdgo^L, 1. 2mmol) 1 l 

mm (3m), ;- ; v (5mD ©$g<^&, 3 0^ra»5§^u7t o 3, 5 

(M)7/^P^f;V) ^T/VrkKdOOML, 0. 61mmo 

h y 7A«f, MlrMfff * LT# btlfc^g^;/ y 7J W 7 A 7 P -7 
^77^- (n --^^ih^ : g>j=^n^W= 3 : i^ 2 : X ) -e^f^ N n 
tVTSmtt, t^b^O^^* (3 6 2. 6mg, 76. 8%) & 

'H-NMR (DMSO-d 6 ) : S 7. 0 3 (1 H, d, J = 9. 0Hz), 7. 
49 (1H, dd, J = 9. 0, 2. 7Hz), 7. 86 ( 1 H, d, J = 3. 0 
Hz), 8. 20 (1H, s), 8. 40 ( 2 H, s), 8. 59 (1H, s), 1 
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1 . 6 5 (1 H, s ), 12. 14 (1H, s). 
MS 0 5 : >fb-^#-J§-3 0 5 <D\Y&*fa<DWB. 

(1) (S) - 2-T^y-4-^^/V-N-[3, 5 - tf* (>!J7/VtP^f 

MiLT, N- (ter t h *rl/% fls&^A') -L-n^f >>\ ^O* 3 , 
5 -If* (bV T-Jiy*fflV^fll3 0 2 (1) £ I^H<£>ifeft£ 

SrfrV\ Wa^fb^WSr^o 
flX^ : 2 5 . 2 % 

1 H — NMR (CDC 1 8 ) : 6 0. 9 8 (3H, d, J = 6. 3Hz), 1. 0 
1 (3H, d, J = 6. 3Hz), 1. 3 9 - 1. 4 8 ( 1 H, m), 1. 74- 
1. 89 (2H, m), 3. 55 ( 1 H, dd, J=9. 9, 3. 6Hz), 7. 
58 (1H, s), 8. 12 (2H, s), 10. 01 ( 1 H, s). 

(2) (S) -5-^PP-2-t Kn^rv'-N- (3-^/V-l- {[3, 5 

3 0 5) 

JSSiLt, 2-7t>^>-5-^nnSIfSt, ^ (S) -2-7^7- 
4-^^/l^-N-[3, ( h y 7x=;V]^y^y75 

K»T^|3 0 2 (2) ~ (3) fcISI«l©lftf^SrffV\ «»ffc£4&&#;/fco 
l&sp* : 2 4 '. 8 % (2 Ig) 

1 H — NMR (DMSO-d 6 ) : 5 0. 95 (3H, d, J = 5. 7Hz), 0. 
97 (3H, d, J = 6. 0Hz), 1. 65-1. 84 ( 3 H, m), 4. 65 
-4. 72 (1H, m), 6. 98 (1H, d, J = 9. 0Hz), 7. 47 (1 
H, dd, J = 8. 7, 2. 4Hz), 7. 79 ( 1 H, s), 8. 06 ( 1 H, 
d, J = 2. 7Hz), 8. 32 ( 2 H, s), 9. 03 ( 1 H, d, J = 8. 1 
Hz), 10. 85 (1H, s), 12. 20 ( 1 H, s). 
M3 0 6 : te-3^#-5§-3 0 6 ©fb'G'4&©3KB£ 

WMtVX, 5-7PPty W/Pft K, M3, 5-tf* (M)7/^p 
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^vXt K7^KSrfflV^j3 0 4 (2) t l^^^«rtrV\ SUBft; 
: 2 4 . 7 % 

X H — NMR (DMSO-d 6 ):6 6. 97 (1 H, d, J = 8. 7Hz), 7. 
34 (1H, dd, J = 9. 0, 2. 7Hz), 7. 73 ( 1 H, d, J = 2. 4 
Hz), 8. 41 (1H, s), 8. 59 (2H, s), 8. 67 (1H, s), 1 
1. 0 7 (1H, s), 12. 4 5 (1H, s). 
i3 0 7 : f^#5#^§-3 0 7 (D^-^<£>§^ 

MtLt, 5 - ^ in in It- y ^/l^, &7J«3, 5 - If* (MJ7Mn^f;V) 
: 3 0 . 2 % 

1 H — NMR (CDC1 3 ): 5 3. 10 (2H, t , J = 6. 9Hz), 3. 7 
1-3. 77 (2H, m), 6. 34 (1H, brs), 6. 95 ( 1 H, d, J 
= 8. 7Hz), 7. 23 (1H, d, J = 2. 7Hz), 7. 36 ( 1 H, dd, 
J = 8. 7, 2. 4Hz), 7. 7 0. (2H, s), 7. 80 (1H, s), 12. 
0 6 (1 H, s ). 

M3 0 8 : f^#J#^§-3 0 8<Dfc&m<DMlk 

3-tFn^i*7^^1 (lOOmg, 0. 6mmol), 3, 5— tf X ( b 
]) -7 )V3rn T=-V V ( 1 6 8 m g , 0. 7mmo 1 h gtS? ( 5 m L) CD 

ms-mz:, t;v^v#h^t> emmMmmm^o K^m^m^mu.^ 

3 = 1) tMbt, (1 0 Omg, 4 3. 7%) ^r^/do 

X H — NMR (DMS O - d 6 ) : S 7. 31 (1H, d, J = 8. 1Hz) ,7. 
42 (1H, d, J = 7 . 5Hz), 7. 72 ( 1 H, d d , J = 8 . 1,7. 5Hz), 
8 . 2 1 (1H, s),8. 24 ( 2 H, s ) , 1 1 . 28 ( 1 H, s ) . 
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13 0 9 : >fb^#^-3 0 9 tfM^#J(D$^ 

V7 ^ /— jv (14 3. 6 m g, 1 mm o 1 ) (D*f V 7 t: 
Kn7 7>'/h;^>' (0. 5mL+4. 5m L) m&mm^, 3, 5 - tf* ( h 
y^/l/^-n^^-/l/) 7x^;Wy^7^-h (18 0/zL, 1. 0 4mmol) 

t, ««te£^&©*5»»&»5fc (2 8 8. 5mg, 7 2. 4%) £r#fc 0 
1 H — NMR (DMSO-d 6 ) : 6 6. 8 4 - 6. 9 1 (2H, m) , 7 . 6 
7 (1H, s), 8. 06 (2H, s), 8. 14 (1H, d, J = 2. 1Hz), 
8. 45 (1H, s) , 10. 10 (1H, s) , 10. 44 ( 1 H, s) . 
MS 1 0 : ^-a-#J#^-3 1 0 ©ffc#4&©S83S 
(1) 5-^no-2-^ b 3^-/3- [3, (MJ7;^n^f;l/) 

2-7^y-4-^nn7 - y — /t , (i31mg, 0. 8 mm o 1 ) ©48 %r 
f7 7;^n*>>i (0. 3mL) zfc^ 7;^>#BMT, M5gSfe^ 

by»7A(57mg, 0. 8mmol) <Dzk (lmL) mm&%U$L1t 0 0°C7?1 
B#^«#b7t^, 3, 5-fcT.X ( MJ X^Ul/ (1 0 Omg, 0. 

4mmo 1) <D?t?/— ;V ( 3 m L) mWtJtM^ 5 0 °C-C 1 mMffliW bfc„ S 

5mL) "e«IU 2#U&£St 7k, ^fn^7KT*Jlg^V#-, h y !7 

7y- (n— : ^rc^/V= 5 : 1) tflfKLt, <£> 6 fefe v 

* (52. 8 m g , 3 3. 3 %) &r#fc 0 

1 H— NMR (CDC1 3 ) : 5 3. 85 (3H, s), 6. 80 (1H, d, J 
= 8. 8Hz), 7. 08 (1H, d, J = 16. 8Hz), 7. 17 ( 1 H, d 
d, J=8. 8, 2. 5Hz), 7. 2 0- 7. 4 2 (4H, m), 7. 51-7. 
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5 5 (3 H, m). 

(2) — 2- [3, 5 - tf * ( h V 7 7U^tu ^ >V\ 7^ 

Offrg^#-§-3 1 0) 

WMtVX, S-?uxi-2-* [3, 5-tfX (MJ7;Vtn^ 

^/V) ^c^/v] ^f^lrfflV^tWSOl (2) fclRlJSI©Sfeffs«rfTV\ ^ffl'fb 

XtX* : 1 8 . 1 % 

1 H— NMR (CDC1 3 ) : 5 5. 16 (1H, brs), 6. 76 (1H, d, 
J = 8. 4Hz), 7. 15 (1H, dd, J = 8. 4, 2. 7Hz), 7. 19 
(lH,d,J = 16. 5Hz),7. 45 (lH,d,J=15. 5Hz),7. 53 
(1H, d, J = 2. 4 Hz) , 7. 76 ( 1 H, s) , 7. 93 ( 2 H, s) . 
MS 1 1 : ih^m^-S 1 1 <Dft&m<OW& 

WMt LX, 5-^nnlMJ^/^ _&0«2-T^ /-fy^y^fflV^l 6 
Xfcspl : 4 5 . 3 % 

1 H— NMR (DMSO-d 6 ) = 5 2. 98 (2 H, dd, J = 1 6. 2, 5. 
7Hz), 3. 29 (2H, dd, J = 16. 2, 7. 5Hz), 4. 69-4. 
79 (1H, m), 6. 93 ( 1 H, d, J = 8. 7Hz), 7. 16-7. 20 

(2H, m), 7. 2 3-7. 2 8 (2H, m), 7. 43 (1H, dd, J = 8. 
7, 2. 4Hz), 8. 02 ( 1 H, d, J=2. 4Hz), 9. 03 ( 1 H, d, 
J = 6. 9Hz), 12. 66 (1H, s). 
M3 1 2 : 1 2 (Dfl^^ 

(1) 4-^nn-2- ({[3, 5 - tf X (M)7MP^f^) ;7^~/Kl ^ 

WMtVX, yf/PT/Wft ^3, 5-\?X (MJ7;l/tP 

^ ^/v) y v^rfflv^TM 14 (1) t mm<Dmi^n^\ mm^^^n^o 

: 7 6 . 6 % 
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1 H — NMR (DMSO-d 6 ) : 8 7. 0 4 (1 H, d, J = 9. 0Hz) , 7. 
50 (1H, d d, J = 9. 0,2. 7Hz) , 7. 80 ( 1 H, d, J = 2. 7Hz), 
8. 01 ( 1 H, s ) , 8 . 12 ( 2 H, s ) , 9 . 03 ( 1 H, s ) , 1 2 . 09 ( 1 
H, b r s). 

(2) N- [(5-^PP- 2-fc Kn^^x^V) ^ ^/V] -3, 5 - tf* ( h 
!l7/VtP^f/V) T~y>- (MWf 3 1 2) 

JgOftiLT, 4-^nn-2- ({[3, 5 - tf ^ (hy7;^n^^) 37^- 
^^7} ;^/V) 7x/-/v^tHl4 (2) ^^©jftf^SrffV\ H 

J&^ji : 7 8 . 1 % 

1 H — NMR (CDC 1 3 ) : 8 4. 4 0 ( 3 H, s ), 6. 2 7 ( 1 H, s), 
6. 80 (1H, d, J = 8. 4Hz), 7. 11 (2H, s), 7. 17-7. 
2 O (2H, m), 7. 3 0 ( 1 H, s). 
«3 13 : 3 1 3 (D^m^Wik 

N- [(5-^np-2-t ^ ^/V] -3, 5 - « (fy 7 

; ^^^) T=y ^ (>fb^»#^3 1 2 ; 8 8. 8mg, 0. 2 4 mm o 1 h 
mm. (4 3mg, 0. 7mmo 1) ( 2 m L) l^&fc, T/P=f 

y»I^T, WSC-HC1 (13 8mg, 0. 7mmol)ai ififl 

7A^D^F^77^^- (n— ^f->- : tfft&^,\,= 3 : l) TltSbT, M 
mik&S&KD ( 6 9 m g , 7 0. 4 %) £#fc 0 

1 H — NMR (CDC 1 3 ) : 8 1. 9 2 (3H, s), 4. 7 3 (2H, s), 

6. 54 (1H, d, J = 2. 4Hz), 6. 95 ( 1 H, d, J=8. 4Hz), 

7. 22 (1H, dd, J = 8. 7, 2. 4Hz), 7. 53 (2H, s), 7. 
9 9 (1H, s), 9. 2 1 (1H, s). 

M3 14 : ^^#-^-3 1 A<D\^m<DW£k 
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5-^nnt!)f/VtK7^F («3 04 ( 1 ) <D{k&Va ', 0 . lg, 0. 5 3 
mmol) (DtfVi?>- (3mL) 89ft Kl, 3, 5 - tf ^ (hP7;VtP^f^) 
^/WnJK (lOO^L, 0. 55mmol) ^r*DxL> §£ift*C 6 R^IHHJt 

Illfl:^*©e -felb^ ( 1 6 9 m g , 7 4. 7 %) £r#7c 0 

X H — NMR (DMSO-d 6 ) : 8 7. 04 (1 H, d, J = 9. 0Hz), 7. 

51 (1H, d d, J=8. 7, 2. 4Hz), 7. 92 ( 1 H, d, J = 2. 4 

Hz), 8. 43 (1H, s), 8. 57 (2H, s), 10. 79 ( 1 H, s), 

11. 37 (1H, s), 11. 81 (1H, s). 

09 3 1 5 : >ffr^#-5§-3 1 5 <Dfc&QB<DW£ 

5-^nnt!J ^ t K5i^K (M 3 0 4 ( 1 ) <D4k&y>) I 0 . 1 0 g , 0 . 5 
3 mm o 1 K 3 , 5 - \* X ( MJ 7;^n p< 9VV) 'O'^/K/n ; K (12 0/i 
L, 0 . 6 5 mmo 1 h h V rc^v^T ^ >- (0 . 2mL, 1. 43 mm o 1 h 
h,lo^ (4mL) ©S#«Srl 0 0°CT 2 ^ffiS#b7Co S*S2S£^&^?&* 

^^fjVts^K^ h^77^- (n-^^f-V :g^^^/v= 3 : 1) T'Sg, 
n-^^1h^-C^f a ^bX^IS{h-a-^^S-fefe v * (4 5. 6mg, 20. 9%) 

1 H — NMR (CDC 1 3 ) : 5 4. 22 (2H, d, J = 4. 8Hz), 5. 1 
3 (1H, q, J = 4. 8Hz), 6. 96 ( 1 H, d, J = 8. 7Hz), 7. 
23 (1H, d, J = 2. 4Hz), 7. 37 (1H, dd, J = 9. 0, 2. 4 
Hz), 7. 69 (1H, d, J=4. 8Hz), 7. 85 (1H, s), 7. 88 
(2H, s), 11. 5 4 (1 H, s). 

m 3 1 6 : ^-^#-^3 1 6 (Di^m^mm. 
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5 - ? u v f- V ^;vm (17 2. 6 m g , 1 mm o 1 ) N 3 , y 
P^f/P7x/-;v ( l 5 2 ix L, 1 mm o 1 ), Jr^^mtV Is (4 0 n L, 0. 
4 3mmo 1 (3mL) <£>2I^^£r 1 4 0 °Ct 2 R#^^# bfc Q 

^W&i/V JjSf/UZryj*? a-v b^^^-f — (n — -^^f-^ :@^^^-/v= 1 0 : 
l-»5 : 1) •etfLT, ^IS^^^fi^^ (5 3. 6mg, 13. 9%) 

lH "NMR (CDC1 3 ):5 7. 04 (1 H, d, J = 9. OHz), 7. 5 
4 (1H, dd, J = 9. 0, 2. 7Hz), 7. 75 ( 2 H, s ), 7. 86 (1 
H, s), 8. 02 (1H, d, J = 2. 7Hz), 10. 09 (1H, s). 

m 3 1 7 : fh^%#^-3 1 7 (D^m(omm 

5-? vvy-y ^svm. (3 5mg, 0. 2 mm o 1), 3, 5 - tf X (fij7;^ 
t^^/V) 7x^fc K7^(5 0mg, 0. 2mmo 1), ©^pp^^y 
( 2 mL) mmi^ T/Vrf ^#H^T, WSC • HC 1 (3 0. 9mg, 0. 2 
mmo 1) 1 B#P H igt#bfc: 0 ^J&M^£I1^^/^#3^U 

/V=3 : 1) fftlU, «Mrt^#J©&&&5fc (5 6. 3mg, 6 9. 6%) 

^-NMR (CDC 1 3 ) : 5 6. 61 (1H, d, J = 2. 7Hz), 6. 9 
9 (1H, d, J = 8. 7Hz), 7. 28 (2H, s), 7. 41-7. 45 (2 

H, m), 7. 62 (1H, d, J = 2. 4Hz), 8. 53 ( 1 H, brs), 1 

I. 11 (1 H, s). 

09 3 1 8 :^-a^#-^3 1 8 (Dfc&!%)<Dmi& 
(1) 2-^d^--i- (5-^nn-2-fc Kp^t^7x^) x^/y 
5' - fc Kp =^Ti? b 7 ^7 ^ ( 0 . 20g, 1. 1 7 mm o 
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1) <DT f7t Kp77^ (6mL) 7x^M)^Wy^')^ 
MJ^t2^K(0. 4 4 g , 1. 17 mm o 1 ) 8 B#TO# l^fc 0 

JfjVU?^? Y ^7-7 J— (n : @^^^vV= 5 : 1) -e*&$4U 
"C> WM\^Sk(D jt-fe^ /V ( 2 2 0 . 7 m g , 7 5. 6 %) £r#7c 0 
1 H — NMR (CDC 1 3 ) : S 4. 41 (2H, s), 7. 00 ( 1 H, d, J 
= 9. 3Hz), 7. 47 (1H, dd, J = 8. 7, 2. 4Hz), 7. 71 (1 
H, d, J = 2. 7Hz), 11. 63 (1H, s). 

(2) 2- (2-7Vf7^/I/-4-^^) -4-^nn7x;-^ 

(5-^pp-2-t Kndrty7x-;U) ^P/ls (15 6. 
9mg, 0. 6 3 mm o 1 K ^3rW^ : M (47. 9mg, 0. 6 3 mm o 1 ) , ^ 
?S—;V (3mL) tD?M^^r 2ir^DiI^bto SCT^^^S^ X*ftrM 

tltcm^^^V Xtf/VX? n^r h^9^4— (n— ^3MM' @1»c^vI/= 
2:1) ttStt, II^tl©iffifete (9 8. 6 m g, 6 4. 5%) 

1 H — NMR (DM SO - d 6 ) : 5 6. 85 ( 1 H, d, J = 8. 7Hz), 7. 
14 (1H, dd, J = 8. 7, 3. 0Hz), 7. 25 ( 1 H, s), 7. 48 
(2H, s), 7. 79 (1H, d, J = 3. 0Hz), 11. 95 ( 1 H, s). 

(3) N- [4- (5-^nn-2-tFn^>7x^) f 7/ — /V— 2 — 
/v] - [3, (h!)7;vtn^f/v) ^yX7 ^ F (4k&$) 
#^-3 1 8) 

2— (2-7^/f7/-^-4-^/V) -4-7pp7x;-;V (9 8. 6m 
g , 0.41 mm o 1 ) N 3 , 5 - If ^ b V 7 )V3rxi * (104. 9 

mg, 0. 4 lmmo 1), ^nn^Oif^ (3mL), N-^^^-2-tfn y 
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(3mL) ©JI^Htfty^ (3 6juL, 0. 41mmol) Jut 

5feb-C#fetb7caSSr^y jlfW?A^nvh^77>f- (n— = @* 
^^=4 : i-> 2 : 1) T?*M5L ^y^o^^f/I'/n-^f ^Ci 

Lt, «H^-a4fe© (19- 6 m g , 10. 3 %) §r#fci 0 
1 H — NMR (DMSO-d 6 ) : 5 6. 98 ( 1 H, d, J = 8. 4Hz), 7. 
21 (1H, dd, J = 8. 7, 2. 7Hz), 7. 95 (1H, s), 8. 08 
(1H, d, J = 2. 7Hz), 8. 45 ( 1 H, s), 8. 77 (2H, s), 1 
0. 90 (1H, s), 13. 15 (1H, s). 
M3 1 9 : fc£-4fo##3 1 9 <Oft&V0<OW&. 

CD 3- [3, 5 - ( h y 7/^n ^ f-/^) f-r / y ^y- 2 , 

2 , 4 —=f-T y* y i^iXv^iX (l 98. 7mg, 1. 69 mm o 1 ) N 3 , 5 — If 
X (f'j7/Vtn^f/V) ^y^P> K (0. 5 0g, 1. 6 3mmolK 
-.-^ (5mL) ©j^*fc5&feicSMb^h9 (0, 5mL) 

(n — ■mm^^=s : i-*2 : i) tigtt, 

(4 0 5. 6 m g , 72. 5 %) £#fc 0 
1 H — NMR (CDC1 3 ): 5 4. 01 (2H, s), 4. 87 (2H, s), 
7. 8 4 (1 H, s), 7. 8 6 ( 2 H, s ). 
(2 ) 5- ( 5 -^op-2-fcKP^^!l7y) -3 - [3, 5 -If* 

3 19) 

3- [3, 5-tf* (MJ7^tP^f/V) ^XvW f7/y^-2, 4- 
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itX-is (0. 2 0g, 0. 5 8mmolK (3l), ftift (3«) h 

/l^^ (5mL) <£>?I£-^2r, i?It'10«#U B-^opfpf/vr/l' 
K (9 2. 3mg, 0. 59 mm o 1 ) SrJH*. % 1 RSTOBfBtfSijfii Ufc 0 

*W5A^B7h^57^ - (n — -^^f-V : S^^rc^=-/i/= 2 : 1 -> 3 : 2) 
-e»»U-C, *«-fb^©*J|fe»5|5 (1 7 3. 2mg, 6 2. 0%) 3r#7c 0 
'H-NMR (DMSO-d 6 ): 8 5. 0 3 (2H, s), 7. 00 ( 1 H, d, 
J = 9. 0Hz), 7. 33 (1H, d, J = 2. 4Hz), 7. 38 ( 1 H, d 
d, J = 8. 7, 2. 7 Hz), 8. 03 (1H, s), 8. 05 ( 2 H, s), 8. 
0 7 (1H, s), 10. 9 5 (1H, s). 
M3 2 0 : fc#4fe##3 2 0 (Dit^m^mt 

3-tKn^i*7^;^i (3 3. 5mg, 0. 2 mm o 1 K 3, 
!) p ^ f/My ^7 ^ ( 6 2 m g , 0. 2mmol), ^PP^y 

(5mL) (DM&m*, T/^^^#H^iT^ 3^M3S^bfc 0 K^jB^S: 

/K'lffLT, (6 8. 5mg, 8 5. 2%) £r#7c 0 

'H-NMR (CDC1 3 ):6 4. 9 0 ( 2 H, s), 7. 19(1H, d d, J 
= 8. 4, 0. 6 Hz), 7. 41(1 H, dd, J = 7. 2, 0. 6 Hz), 7. 
61(1H, dd, J = 8. 4, 7. 2Hz), 7. 7 5 ( 1 H, brs), 7. 8 
2 (1 H, brs), 7. 8 6 (2H, s). 
M3 2 1 : fb^#>#-^3 2 l(Dit^(D$m 

5-? PPfyf-Wft K (1 5 Omg, lmmolh3, (M) 
7/^P^^) 7x^/VtK7^y (2 0 0mg, 0. 9 mm o 1 h 7^/ — 

(5mD <Dm&m%, T/i/^i/mmn.T, 1 ^w»iitfc 0 Kj&m-a-^ 

B^Bfecc^/I/-eSi*f tt, «»fb£*4&© e-fe^* ( 2 2 4 m g , 6 6. 6 %) £r# 
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1to 

'H-NMR (CDC 1 3 ) : 5 6. 9 7 ( 1 H, d, J = 8. 7Hz), 7. 1 
7(lH,d,J = 2. 4Hz), 7. 24(1H, dd, J = 9. 0, 2. 7Hz), 
7. 35(2H, s), 7. 41(1H, s), 7. 8 2 ( 1 H, s), 7. 8 7 ( 1 H, 
s), 10. 2 9 (1 H, s). 

MS 2 2 : it&!&)^r-%- 3 2 2 (D\Y>-&^<DWM. 

mWkVXs yf/H, Rt^3, 5 -If* (M)7/Vtn^f 

J&sp : 8 6 . 9 % 

1 H-NMR (DMSO - d 6 ):8 6. 36 ( 2 H, d, J = 8. 4Hz), 7. 
13 (1H, t, J = 8. 4Hz),7. 79 (1H, s),8. 38 (2H, s), 
11. 40 (2 H, b r s ) , 1 1 . 96 (1H, brs). 
M 3 2 3 : -fh^«»## 3 2 3 Oft^4fc©S43i 

Mat, 4-^/v-y-y ^-/Hfe, ;k.t*3, 5-tr* (f97/vtp^f^) 

j&Sp : 4 2 . 9 % 

'H-NMR (DMSO-d 6 ): 5 2. 3 2 (3 H, s) 6. 82 (1H, d, 
J = 6. 6Hz) 6. 84 (1H, s) 7. 83 ( 1 H, s) 7. 84 ( 1 H, 
d, J = 8. 5Hz) 8. 47 (2H, s) 10. 76 ( 1 H, s) 11. 44 
(1H, s). 

$J 3 2 4 : >ffrg^#-i§- 3 2 4 <D>ft^4to§£it 

Jf^tb-C, 5-^^-4-1:^0^!)^^ Xt5 3, 5 - If* ( h V 

fee 

flfc^ : 8 2 . 4 % 

1 H-NMR (CDCI3): 5 5. 89 (1H, s) 6. 70 (1H, s) 7. 
69 (2H, s) 7. 95 (1H, s) 8. 12 (2H, s) 11. 62 ( 1 H, 
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s). 

MS 2 5 : {fc-a^#-5§-3 2 5 ©$43£ 

Mt.Lt, 4 - t Kn^lMJ f/vS, ,R.T*3, 5 - If ^ (MJ7;^n^f 
ItZ^S : 2 9 . 9 % 

1 H — NMR (DMSO- d 6 ):fi 6. 37 (1H, d, J = 2. 5Hz), 6. 
42 (1H, dd, J = 8. 8, 2. 5Hz), 7. 81 ( 1 H, s), 7. 86 
(1H, d, J = 8. 5Hz), 8. 44 (2H, s), 10. 31 (1H, s), 

10. 60 (1H, s), 11. 77 (1H, s). 

093 2 6 : te-S*4fe#-3-3 2 6 

M^LT, 3, pf/Vt, RXfi3, 5 - tf * (M)7/^n^ 

j&^s :44. 8 % 

1 H — NMR (DMSO - d 6 ) : 5 7. 85 (1H, d, J = 2. 5Hz), 7. 
91 (1H, s), 8. 01 (1H, d, J = 2. 5Hz), 8. 42 ( 2 H, s), 

11. 10 ( 1 H, s ). 

ms 2 7 ■ te<6*4&#-^3 2 7 (Dit&m<DWk 

WMtl^X, 3 - 1 Ko^ixtllf^ &.T*3, 5 -if* (MJ7;v^p^f- 
r^y ylriV^Ml 6 tl^f ^t#lrfTV\ Stated* «r#fco 
: 2 2 . 7 % 

1 H — NMR (DMSO-d 6 ) : 6 6. 81 (1H, t, J = 8. 0Hz), 7. 
01 (1H, dd, J = 8. 0, 1. 5Hz), 7. 35 ( 1 H, dd, J = 8. 
0, 1. 5Hz), 7. 84 (1H, s), 8. 46 ( 2 H, s), 9. 56 ( 1 H, 
s), 10. 79 (1H, s), 10. 90 (1H, brs). 
0f} 3 2 8 : {fc-^#J#-5§- 3 2 8 <D{b&®KDW£ 
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Jfca£ : 54. 9 % 

1 H — NMR (DMSO-d 6 ): 6 2. 2 2 (3H, s), 6. 94 ( 1 H, t, 
J = 7. 4Hz), 7. 42 (1H, d, J = 7. 4Hz), 7. 84-7. 85 
(2H, m), 8. 47 (2H, s), 10. 87 (1H, s), 11. 87 (1H, 
s). 

M3 2 9 : ffr^Hfo#-^3 2 9 ©fc-g-^©®^ 

MtU^ 3-p« h*WV ^Mk* RX$3, 5-^7 (by7;^n^^) 
jfc^S :34. 6 % 

1 H— NMR (DMSO-d 6 ) : 5 3. 8 5 (3H, s), 6. 94 (1H, t, 
J = 8. 0Hz), 7. 20 (1H, dd, J = 8. 0, 1. 4Hz), 7. 44 
(1H, dd, J = 8. 0, 1. 4Hz), 7. 84 (1H, s ), 8. 45 (2 

H, s), 10. 82 (1H, s), 10. 94 (1H, brs). 
013 3 0: fc-^<&##3 3 0 0^4fe©3»3t 

Lt, 5- [(1, 1, 3, 3-Tb7^f-^) -f^-tV\ -f-V^^m, RX$ 

flX^ : 6 4 . 2 % 

1 H— NMR (DMSO-d 6 ) =8 0. 7 0 (9H, s), 1. 35 (6H, s), 

I. 72 (2H, s), 6. 95 ( 1 H, d, J = 8. 4Hz), 7. 50 (1H, 
dd, J = 8. 0, 2. 1Hz), 7. 83 ( 1 H, s), 7. 84 ( 1 H, d, 
J = 2. 1Hz), 8. 46 (1H, s), 10. 77 ( 1 H, s), 11. 20 (1 
H, s). 

M3 3 1 : 3 3 1 (Dfc&i&KDmt 

gfiitT, 3, 5, 6 - hV ? nntU ^V^BK %.T$3, 5 - tf * O y 
ltZ$ : 2 6 . 2 % 
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1 H— NMR (DMSO-d 6 ): 8 7 . 8 8 ( 1 H, s ), 7 . 9 3 ( 1 H, s ), 
8. 33 (2H, s), 10. 88 ( 1 H, s), 11. 36 ( 1 H, s). 

M3 3 2 : fc£^#-§-3 3 2 ©fc«g4&©SHg 

J§qs|-t lt, 3, [(i, i--^^,^ ^^-/v] u-y^,^ s.u«3, 

: 6 5 . 0 % 

X H-NMR (DMSO-d 6 ) : 5 1 . 3 4 ( 9 H, s ) , 1 . 4 0 ( 9 H, s ) , 
7. 49 (1H, d, J = 2. 2Hz), 7. 82 ( 1 H, d, J = 2. 2Hz), 
7. 91 (1H, s), 8. 40 (2H, s), 10. 82 ( 1 H, s), 12. 4 
4 (1 H, s ). 

M3 3 3 : {t^#>#-5§-3 3 3 (D^m^Mlt 
: 3 5 . 9 % 

J H-NMR (DMSO-d 6 ) : 8 6. 73-6. 82 (2 H, m), 7. 32 

(1H, ddd, J = l. 4, 8. 5, 15. 3Hz), 7. 83 (1H, s), 
8. 39 (2H, s), 10. 50 ( 1 H, d, J = l. 4Hz), 11. 11 (1 
H, s). 

M 3 3 4 : 3 4 (Di^m^m^ 

mntlsX, M3> 5 - tf* (M)7^to^f;k) 

flW : 6 1 . 3 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 05 (1 H, dd, J = 7. 6, 8. 
OHz), 7. 69 (1H, dd, J = l. 4 , 13. 3Hz), 7. 90 ( 1 H, 
s), 7. 93 (1H, dd, J = l. 4, 8. OHz), 8. 44 (2H, s), 
11. 0 1 (1H, s), 11. 9 2 (1H, b r. s). 
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M3 3 5 : ^-#>#-^-3 3 5 (D^m<Dm& 

Mitt, 4 -* ]) ^-;vm, RT$3, 5 - ( b V y/vJru^^sv) 

W.m : 14. 2 % 

1 H — NMR (DMSO-d 6 ) : 8 3. 81 (3 H, s), 6. 54 (1H, d, 
J = 2. 5Hz), 6. 61 (1H, dd, J = 2. 5, 8. 8Hz), 7. 83 
(1H, s), 7. 95 (1H, d, J = 8. 8Hz), 8. 45 (2H, s), 1 
0. 6 9 (1 H, s), 11. 8 9 (1H, s). 
M3 3 6 : ^^%##3 3 6 (Dik^m^Wki^ 

WMb L"C, 6 -* h^-y-f- V f-/vm, 5-t"^ (bP7;^n^f-^) 

urn = 6 3 . 1 % 

1 H— NMR (DMSO-d 6 ) : 8 3. 2 4 (3H, s), 6. 03 (1H, d, 
J=8. 0Hz), 6. 05 (1H, d, J = 8. 5Hz), 6. 71 ( 1 H, d 
d, J=8. 2, 8. 5Hz), 7. 25 ( 1 H, s), 7. 88 ( 2 H, s), 9. 
6 7 (1H, s), 10. 3 1 (1H, s) 

093 3 7 : flS-a*4&##3 3 7 (Dfc&toKDmXk 

WMbl,X, 5 — T 5; / — N— [3, 5-t^ (M)7;^n^f^) 

-2 - t Kn^^yXT^ K 0ffc#4fe##8 8), &TJ^ ^ ^X/V/Jn^/V^ n y 

X[Z^ : 2 2 . 6 % 

1 H— NMR (DMSO-d 6 ) : 8 2. 9 3 (3H, s), 7. 02 (1H, d, 
J = 8. 4Hz), 7. 31 (1H, dd, J = 8. 4, 2. 7Hz), 7. 68 
(1H, d, J = 2. 7Hz), 7. 83 ( 1 H, s), 8.. 46 ( 2 H, s), 9. 
48 (1H, s), 10. 85 (1H, s), 11. 15 ( 1 H, s). 

M3 3 8 : fc#4fe##3 3 8 <Dfc&m<DM : &. 

MMt L"C, 5-75/-N- [3, 5 -tr* ( > y 7 A, Or xi* J- As) ~7 
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y Kiriv^i9 i kmwtemt&n^ mm^m^nt^ 

: 4 5 . 3 % 

X H-NMR (DM SO- d 6 ) : 8 6. 89 (1 H, d, J = 8. 7Hz), 7. 
10 (1H, dd, J = 8. 7, 2. 7Hz), 7. 51-7. 64 (4H, m), 
7. 68-7. 71 (2H, m) , 7. 81 ( 1 H, s), 8. 42 ( 2 H, s), 
10. 03 (1H, s), 10. 87 (1H, s), 11. 13 (1H, brs). 
M 3 3 9 : fb^##3 3 9 ^fc-^<^5t 

Lt, 5-T5/-N- [3, 5-tf.X ( hV V AsOr n ^Vk) 7^^/^] 
-2-fc Ka^iX-O-XT^ K Gfb^#-^8 8), ;5WTi?^vt^ * y KSrfl^ 
Tffl 9 l tlH«=fe^^tTV\ #M-fh^<H#fc 0 

I&SfS :44. 8 % 

1 H — NMR (DM SO- d 6 ) : S 2. 02 (3H, s), 6. 97 (1H, d, 

J = 8. 7Hz), 7. 61 (1H, dd, J = 8. 7, 2. 7Hz), 7. 82 

(1H, s), 7. 99 (1H, d, J = 2. 7Hz), 8. 46 (2H, s), 9. 
90 (1H, s), 10. 85 (1H, s), 10. 94 (1H, s). 

M3 4 0 : ^-£^#-^3 4 0 (0\Y&m<OW& 

N — [3, 5 — tfx ( h y 7i^;V] - 2 -p< h=3r->- 5 — ^ 

/V7 7^^^7^K (#!]8 7 (2) (Di^m) ^V^j8 0 (5) bW\ 

lfc*S : 5 9 . 9 % 

X H — NMR (DMSO-d 6 ) : S 7. 17 (1H, d, J = 8. 7 Hz), 7. 
31 (2H, s), 7. 85 (1H, s), 7. 86 (1H, dd, J=8. 4, 
2. 4Hz), 8. 26 (1H, d, J = 2. 7Hz), 8. 47 (2H, s), 1 
0. 95 (1H, s), 11. 90 (1H, s). 

m 3 4 1 : fc£-4fe##3 4 i (Dit^m^n^ 

WMtX^X, 3-t Kn : 3r^t7^Wy-2-*^Vi, 5-tf^(b 
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I&SjS : 4 6 . 9 % 

1 H — NMR (DM SO - d 6 ):5 7. 36-7. 41(2 H, m), 7. 50 
-7. 55 (1H, m), 7. 79 ( 1 H, d, J = 8. 2Hz), 7. 85 (1 
H, d, J = 0. 6Hz), 7. 96 ( 1 H, d, J = 8. 0Hz), 8. 51 (2 
H, s), 10. 98 (1H, s), 11. 05 (1H, s). 

M 3 4 2 : fl^flWM- 3 4 2 ©fl^to©®^ 

JJjON-t Lt, 2-tF^^t7^y-i-*;vt:yS,W3, (f 

451^ : 3 0 . 2 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 27 (1 H, d, J = 8. 8 Hz), 7. 
3 2- 7. 3 8 (1 H, m), 7. 4 5-7. 5 0 ( 1 H, m), 7. 72 ( 1 H, 
d, J = 8. 5Hz), 7. 8 2- 7. 9 3 (3H, m), 8. 50 (1H, s), 
10. 28 (1H, s), 11. 07 (1H, brs). 

13 4 3 : 4k&®m-%-3 4 3 <Dfc&m<D9m 

(1) 4 -yn^e— 3- fc Fo^r^ft7xy-2-*;^yt 
4-7*o^-3-t Fc2^v'ft7xy-2-*;^Vi ^ (5 
0 Omg, 2. lmmo 1 ), Tk^ft^ M)7^ (2 6 lmg, 6. 3mmo 1 ) 

S—)\>/i& (2. 5mL+2. 5mL) m&WSte 2 ^WJB^jI^ bfc 0 

(5 0mL) -»3^U Tfc, »P^7k-e|l|I^». P 

MW^Lt, SSfc-^to©**^* (3 2 6mg, 6 9. 4%) 

1 H— NMR (CDC 1 3 ) : S 4. 05 (1 H, br s), 7. 40 (1H, s). 

(2) 3 - t Kp^V-N- [3, 5 - fcT * ( b V 7 jVJrxi * f-;V) 
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JHOttfc LTs 4 -^a*- 3 - t Kn t7xy- 2 - */>Ji?Vil,W3, 

5-fcr* (MJ7;>ta^f;v) T~ !> ^SrfflV^T^J 1 6 t PI«ft©iftf^«rffV\ 

flZ^ : 82. 4 % 

1 H — NMR (CDC 1 3 ) : 5 7. 42 (1 H, s), 7. 67 (1H, brs), 

7. 78 (1H, brs), 8. 11 (2H, s), 9. 91 ( 1 H, brs). 
M 3 4 4 : 3 44 ©J&i 

flX^ :44. 8 % 

1 H — NMR (DMSO-d 6 ) : 6 3. 9 8 (2H, s), 7. 22 ( 1 H, t 
d, J = 7. 8, 1. 2Hz), 7. 3 3 - 7. 4 0 (2H, m) , 7. 87 (l 
H, s), 8. 02 (1H, d, J = 7. 8Hz), 8. 38 ( 2 H, s), 11. 
0 0 (1 H, s ). 

M3 4 5 : ^#^##3 4 5 ©ffc-^Hb^SBft 

UPcb Lt, 3, (M)7;^n^f;v) 7x^/Wyv/7^-f, I 

: 31. 1 % 

X H — NMR (DMSO-d 6 ) : 5 3. 99 (2H, s), 7. 41 (1H, d 
d, J = 8. 7, 2. 4Hz), 7. 47 (1H, d, J = 2. 1Hz), 7. 8 
7 (1H, s), 8. 01 (1H, d, J = 8. 4Hz), 8. 38 (2H, s), 
10. 9 3 ( 1 H, s). 

M 3 4 6 : fc£-4fe## 3 4 6 ©ffc£-4fo©5Saft 

Mi LT, 2tt5 3— :/u^e- 5 — (M)7;vtP^f 
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l&m : 3 7 . 1 % 

1 H — NMR (DMSO-d 6 ) :fi 7. 03 (1H, d, J = 9. 3Hz), 7. 
48 (1H, dd, J = 8. 7, 2. 4Hz), 7. 72 ( 1 H, s), 7. 84 
(1H, d, J = 2. 7Hz), 8. 16 ( 1 H, s), 8. 28 (1H, s), 1 
0. 69 (1H, s), 11. 42 (1H, s ). 

M3 4 7 : ^-£-^#-^3 4 7 (D^^^KD^it 

HC3fSf£ LT, 5 - ^ n ci -9-y ^vt^, S.tJ« 3 b ^V- 5 - (MJ7;^n^ 

^ 7 v) r~y y&iv^i 6 trnmomi^n^, mm^m^t^ 

l&m : 6 8 . 0 % 

1 H — NMR (DMSO-d 6 ) : 8 3. 85(3H, s), 7. 02(1H, s), 
7. 03 (1H, d, J = 8. 7Hz), 7. 48 (1H, dd, J = 8. 7, 2. 
7Hz), 7. 61 (1H, s), 7. 77 ( 1 H, s), 7. 88 (1H, d, J 
= 2. 7Hz), 10. 57 (1H, s), 11. 53 ( 1 H, s). 

i3 4 8 : te-£*&#-J§-3 4 8 ©fl^<|fe<£>$43i 

JSOfSF £ Lt, 5 ppf!) ^vVfi^ 2 -^>* JJ / — 5 — (by 7 a 

^^-/v) r-y ^je^-cmi 6 tmm<D$kft&fti<\ mmfc&to&fttto 

: 64. 8 % 

1 H — NMR (DM SO— d 6 ) : 8 2. 9 0 (4H, m), 3 . 84 (4 H, m), 
7. 15 (1H, d, J = 9. 0Hz), 7. 48 ( 2 H, s), 7. 50 (1H, 
dd, J = 9. 0, 2. 7Hz), 8. 00 ( 1 H, d, J = 2. 7Hz), 8. 
91 (1H, s), 11. 24 (1H, s), 12. 05 ( 1 H, s). 

$13 4 9 : te-£-fc##3 4 9 <D^-#-#lO®Bt 

MtLT, 5 - ? ci n -9- y ^2-^^-5- (bP7/vto^f 

•• 5 9 . 2 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 10 (1H, d, J = 8. 7Hz), 7. 
48 (1H, dd, J = 8. 4, 2. 1Hz), 7. 53 (1H, dd, J = 8. 
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7, 3. 0Hz), 7. 9 7- 7. 9 9 (2H, m) , 8. 81 (1H, d, J = 
2. 1Hz), 11. 03 (1H, s), 12. 38 ( 1 H, s). 

m 3 5 0 : {t^#>#-*5- 3 5 0 <Dtt&Va<DWk 

Slf f ^ f ;v^^f;Hrffiv^ti 1 6 £ |R]^|(D^^t^ ^ fTV^^^S^^^#/c 0 

i&^S :67. 0 % 

1 H-NMR (DMSO- d 6 ) : 8 3. 91 (3H, s), 7. 02 (1H, d, 
J = 9. 3Hz), 7. 43 (1H, dd, J = 9. 0, 2. 4Hz), 7. 57 
(1H, d, J = 2. 4Hz), 8. 13 ( 1 H, s), 8. 23 ( 1 H, s), 8. 
29 (1H, s), 8. 36 (1H, s), 11. 52 ( 1 H, s). 

M3 5 1 : fl5#*b#*3 5 1 <Dfc&Vll<DW& 

5-^PP-2-t Ko^v'-N- [3 — ? \>3c*/jJJ\'i$^A'— 5 — ( b ]) ~7 ?\> 
tP^ f-AA ~7 rc ^yX7 5 K 350;105mg, 0. 2 

8 lmmo 1 h /V (2. 5mb) ©?Mfc2»tfttb 9 -7^7K 

(o. 6mD &M%., muiz.x 3^mmw^ 0 mm 

aUS^^*©6fe@fr (lOOmg, 99. 0%) SrWfco 

1 H-NMR (DMSO-d 6 ) : 5 7. 04 ( 1 H, d, J = 9. 0Hz), 7. 

49 (1H, dd, J = 8. 7, 2. 7Hz), 7. 91 ( 1 H, d, J = 2. 7 

Hz), 7. 93 (1H, s), 8. 43 (1H, s), 8. 59 (1H, s), 1 

0. 7 8 (1H, s), 11. 4 8 (1H, s). 

M3 5 2 : ffc^toS-^S 5 2 ©^^©Mit 

D§C3fS|.£ LT, 5-^PPt!)« &t*2- (2-^7^/V^-^iX) -5 - (h 
V 7/vtP^f^) T~y y^fflv^Ml 6 fclRliBiojftf^Sr^TVv HUH'ft:#*Sr 
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l&m : 8 9 . 6 % 

X H-NMR (CDC 1 3 ) : S 6. 94 (1 H, d, J = 9. 6 Hz), 6. 9 
8 (1H, d, J = 9. 2Hz), 7. 25-7. 41 (4H, m), 7. 48-7. 
57 (3H, m), 7. 81 ( 1 H, d, J = 6. 9Hz), 7. 88 ( 1 H, d, 
J = 6. 9Hz), 7. 95 (1H, d, J = 8. 9Hz), 8. 72 ( 1 H, s), 
8. 83 (1H, d, J = 2. 0Hz), 11. 70 ( 1 H, s). 
00 3 5 3 : >fb^## 3 5 3 (D^^}(DMi& 

mm-tVX, S-^npfiJf/Vl, (2, 4-^PP7x/^) 

-5- (M)7;^o^f/i/) T—vis&m^xmi 6 bmm<D&tfz&?f\,\ m 

J&SjS : 4 . 7 % 

X H-NMR (CDC1 3 ): S 6. 78 ( 1 H, d, J = 8. 9Hz), 7. 0 

2 (1H, d, J = 8. 6Hz), 7. 16 (1H, d, J = 8. 6Hz), 7. 

3 3- 7. 3 8 (3H, m), 7. 42 ( 1 H, dd, J = 8. 6, 2. 6Hz), 

7. 49 (1H, d, J = 2. 6Hz) 7. 58 ( 1 H, d, J = 2. 3Hz), 

8. 66 (1H, brs,), 8. 82 (1H, d, J = 2. OHz), 11. 65 
(1H, s). 

M 3 5 4 : fc£^##3 5 4 (Dfc&%d(D$!m 

ItX^ : 6 0 . 5 % 

'H-NMR (CDC 1 3 ) : S 1. 85-2. 05 (2H, m), 2. 15 (2 
H, d, J = 10. 9Hz), 2. 28 ( 1 H, m) , 2. 82 (2H, t, J = 
11. OHz), 3. 16 (2H, d, J=12. 2Hz), 7. 02 ( 1 H, d, 
J = 8. 9Hz), 7. 31 (1H, d, J = 8. 3Hz), 7. 42 ( 2 H, m), 
7. 50 (1H, d, J = 2. 6Hz), 8. 75 ( 1 H, s), 9. 60 ( 1 H, 
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s), 11. 9 4 (1H, s) 
09 3 5 5 : {L^#^-3 5 5 <Dfc&m<DW& 

MtLt, RXfi2- (2, 2, 2-bP7/^nib 

^ri/) -5- (MJ7;vtP^f;v) T~ ]) ^Srffl vvC09 1 6 t H£&©lftf£*tfT 

ifcsfs : 9 4 . 5 % 

1 H — NMR (CDC 1 3 ):5 4. 5 8 (2H, q, J = 7. 9Hz), 6. 9 
9-7. 05 (2H, m), 7. 41-7. 50 (3H, m), 8. 63 (1H, 
brs), 8. 79 (1H, d , J = 2. 0Hz), 11. 59 (1H, s). 

M3 5 6 : fl2-^4b##3 5 6 ©fc<£4&©»3£ 

IS^tbT, 5-^PPfyf;Vt, RX*2- Y*c^7 -5 

: 80. 6 % 

1 H — NMR (DMSO-d 6 ): 5 3. 7 4 (3H, s), 6. 70 (1H, d, 
J = 8. 4Hz), 7. 02 (1H, d, J = 8. 7Hz), 7. 07 (1H, d 
d, J = l. 5, 7. 8Hz), 7. 2 4-7. 3 9 (4H, m) , 7. 49 (1H, 
dd, J = 3. 0, 8. 7Hz), 8. 00 (1H, d, J = 3. 0Hz), 8. 
92 (1H, d, J = 2. 1Hz), 11. 36 ( 1 H, s), 12. 18 ( 1 H, 
s). 

MS 5 7 : ^-£-^##3 5 7 (»tt&m<OW&. 

-5- (MJ7/Vtn^W T~ ]) VSrJB ^XM 1 6 1 
IR^S : 9 1 . 5 % 

1 H — NMR (DMSO-d 6 ) = 6 2. 3 4 (6H, s), 7. 03 (1H, d, 
J = 8. 8Hz), 7. 05 (1H, d, J = 8. 1Hz), 7. 11 ( 2 H, s), 
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7. 4 3-7. 4 7 (1H, m), 7. 48 ( 1 H, dd, J = 2. 9, 8. 8H 
z), 7. 97 (1H, d, J = 2. 6Hz), 8. 94 ( 1 H, d, J = 2. 2 
Hz), 11. 25 (1H, s), 12. 12 ( 1 H, s). 

W3 5 8 : >ffc-g-#f#-*§-3 5 8 (D^m^mt 

WMt\,X, Rtf 2 - fcf^ U - 5 - ( f y 7;^n 

: 7 3 . 7 % 

1 H — NMR (CDC 1 3 ) : S 1. 68-1. 72 (2H, m), 1. 80-1. 
88 (4H, m), 2. 89 (4H, t, J = 5. 2Hz), 7. 01 ( 1 H, d, 
J = 8. 7Hz), 7. 31 (1H, d, J=8. 4Hz), 7. 3 9-7. 4 3 (2 
H, m), 7. 55 (1H, d, J = 2. 4Hz), 8. 73 ( 1 H, d, J = l. 
8Hz), 9. 71 (1H, s), 12. 05 ( 1 H, s) 
M3 5 9 : ^^#-^-3 5 9 (D^^CDM^ 

Mtbt, RXf2- (4-^f;V7x/^) -5- 

i&J^ : 6 7 . 3 % 

'H-NMR (DMSO - d 6 ) : 8 2. 3 3 (3H, s), 6. 93 (1H, d, 
J = 8. 8Hz), 7. 03 (1H, dd, J=0. 5, 8. 8Hz), 7. 12 
(2H, d, J = 8. 2Hz), 7. 29 (2H, d, J = 8. 5Hz), 7. 4 
3 (1H, dd, J = 2. 0, 8. 6Hz), 7. 48 ( 1 H, ddd, J = 0. 
8, 2. 7, 8. 8Hz), 7. 98 ( 1 H, dd, J = 0. 8, 2. 7Hz), 
8. 94 (1H, d, J = 2. 2Hz), 11. 29 ( 1 H, s), 12. 15 (l 
H, s). 

M3 6 0 : <b"£^#-*§-3 6 0(Dit^(D%^ 

WMb^X^ 5 n ni^y^vvg^ RZ$2- ( 4 - ^ n a 7 ^ / -5- 

( h y ^/^n ^ ^) r- y is^m^xm i 6 1 mm<z>$kft&ft\<\ mmtt>& 
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J&sps : 7 4 . 5 % 

1 H — NMR (DMSO-d 6 ) : S 7. 01 (1H, d, J = 8. 8Hz), 7. 
06 (1H, d, J = 8. 5Hz), 7. 22 ( 1 H, d, J = 8. 5Hz), 7. 
4 3-7. 4 8 (2H, m) , 7. 50 (2H, d, J = 8. 2Hz), 7. 94 (1 
H, dd, J = 0. 5, 2. 7Hz), 8. 92 ( 1 H, d, J = 2. 2Hz), 
11. 20 (1H, s), 12. 10 (1H, s). 
M3 6 1 : -fb-^Hfe##3 6 1 <7^b-^#J^$4at 

MtLT^ 5-^n j e-2-tKn^-N- [3, 5 - tf b^r^/l- 
:7^~/P] ^X7>; K (^#>##1 7 0) ^1V^J3 5 1 

: 8 9 . 0 % 

1 H — NMR (DM S 0-d 6 ):6 6. 98 (1H, d, J = 8. 7Hz), 7. 
60 (1H, dd, J=8. 7, 2. 4Hz), 7. 24 (1H, dd, J = 8. 
7, 2. 7Hz), 8. 08 ( 1 H, d, J= 2 . 7Hz), 8. 24 ( 1 H, t, 
J = l. 5Hz), 8. 57 (2H, d, J = l. 2Hz), 10. 67 ( 1 H, 
s), 11. 64 (1H, s ). 
M3 6 2 : >ffr£^##3 6 2 (Dfc&H0d<DM& 

BSVftb IT, 5-^npfPf;i«, - 5 - [(1-^^/v) 

7k] T^yy^lV^Til 6^[^«0#f^^TV\ SIBfb#«»Sr#feo 
: 1 9 . 1 % 

1 H — NMR (CDC 1 3 ) : 5 1. 26 (6H, d, J = 6. 9Hz), 2. 3 
0 (3H, s), 2. 8 7- 2. 9 6 ( 1 H, m), 7. 00 ( 1 H, d, J = 8. 
7Hz), 7. 08 (1H, dd, J = 7. 8, 1. 8Hz), 7. 20 ( 1 H, 
d, J = 7. 8 Hz), 7. 40 (1H, dd, J = 8. 7, 2. 4Hz), 7. 
49 (1H, d, J = 2. 7Hz), 7. 50 (1H, s), 7. 71 (1H, s), 
11. 9 9 (1H, s). 
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M3 6 3 : fl^<&#-§-3 6 3 ©583fi 
: 5 9 . 2 % 

1 H-NMR (DMSO-d 6 ):6 1. 32 ( 3 H, t, J = 6. 9Hz), 1. 
41 (3H, t, J = 6. 9Hz), 3. 97 ( 2 H, q, J = 6. 9Hz), 4. 
06 (2H, q, J = 6. 9Hz), 6. 61 ( 1 H, dd, J=9. 0, 3. 0 
Hz), 6. 98 (1H, d, J = 8. 7Hz), 7. 10 ( 1 H, d, J = 8. 
7Hz), 7. 48 (1H, dd, J=8. 7, 2. 7Hz), 7. 97 ( 1 H, 
d, J = 2. 7Hz), 8. 16 (1H, d, J=3. 0Hz), 10. 96 (l 
H, s), 11. 9 1 (1 H, s). 
M3 6 4 : ^^#-^3 6 4 (D^m^mB. 

1 6 tra«ojft^srffv\ mmfc&m&mco 

iRspi : 9 0 . 5 % 

1 H-NMR (CDC1 3 ) : 5 2. 28 (3H, s), 2. 35 (3H, s), 

6. 99 (1H, d, J = 8. 8Hz), 7. 02 ( 1 H, b r s ), 7. 15 (1 
H, d, J = 7. 7Hz), 7. 40 ( 1 H, dd, J = 8. 8, 2. 5Hz), 

7. 45 (1H, brs), 7. 49 ( 1 H, d, J = 2. 5Hz) 7. 70 (l 
H, b r ), 11. 9 6 (1 H, brs). 

M3 6 5 : -fb-£^#-^3 6 5 (D^^CDM^ 

ISat, 5-^nnf!)« ^.IF 5 - ^ n n - 2 - ^T/ T~ P 
: 9 0 . 0 % 

1 H-NMR (DMSO-d 6 ) : S 7. 09 (1 H, d, J = 9. 0Hz), 7. 
53 (1H, d d, J = 8. 7, 3. 0Hz), 7. 82 ( 1 H, dd, J = 8. 
7, 2. 4Hz), 7. 95 ( 1 H, d, J = 3. 0Hz), 8. 07 ( 1 H, d, 
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J = 2. 4Hz), 8. 36 (1H, d, J = 9. 0Hz), 11. 11 ( 1 H, 
s), 12. 36 (1H, s). 
M3 6 6 : fbS*4&##3 6 6 <D\Y&m<DWm. 

MWkVX^ ;&t*5- (N, N-i?sW^7r i E'f 

Ifc^S : 4 4 . 8 % 

1 H — NMR (CDC 1 3 ) : 5 1..17 ( 6 H, t, J = 7. 3Hz), 3. 2 
9 (4H, q, J = 7. 3Hz), 4. 05 (3H, s), 7. 00 ( 2 H, dd, 
J = 2. 3, 8. 9Hz), 7. 41 ( 1 H, dd, J = 2. 3, 8. 9Hz), 
7. 48 (1H, d, J = 2. 6Hz), 7. 65 ( 1 H, dd, J = 2. 3, 8. 
6Hz), 8. 56 (1H, br. s), 8. 84 ( 1 H, d, J = 2. 3Hz), 
11. 8 2 (1 H, s). 

093 6 7 : fl2^-4fc##3 6 7 ©-fk#<|fi»©3K3fi 
flX^a : 7 3 . 3 % 

'H-NMR (CD 3 OD): 5 6. 9 8 ( 1 H, d, J = 8. 6Hz), 7. 4 
3 (1H, dd, J = 2. 6, 8. 6Hz), 7. 74 ( 1 H, d, J = 8. 9H 
z), 7. 99 (1H, dd, J = 3. 0, 8. 9Hz), 8. 08 ( 1 H, d, 
J = 2. 6Hz), 9. 51 (1H, d, J=2. 6Hz) 
MS 6 8 : <ffc£-«»##3 6 8 ©fc-&«»©jK3S 

MiLt, 5 - (N-7x^*;W^/l/) - 

jfc^S :40. 3 % 

1 H— NMR (DMS O-d 6 ) : 6 3. 99 (3 H, s), 7. 09 (2H, d 
d, J = 6. 6, 6. 9Hz), 7. 24 ( 1 H, d, J = 8. 6Hz), 7. 3 
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5 (2H, dd, 6. 9, 7. 3Hz), 7. 49 ( 1 H, d, J = 2. 3, 8. 
9Hz), 7. 77 (3H, d, J = 8. 6Hz), 8. 00 ( 1 H, s), 8. 9 
7 (1H, s), 10. 17 (1H, s), 10. 91 ( 1 H, s), 12. 11 (l 
H, s). 

M3 6 9 : {fcl^J#-$§-3 6 9 <7Mb£^»Mjt 

mi e bHM<Dmt%ft\<\ mm^m^mco 

=73. 9 % 

1 H — NMR (CDC1 3 ) : 5 3. 82 (3H, s), 3. 93 ( 3 H, s), 

6. 66 (1H, dd, J = 3. 0, 8. 9Hz), 6. 86 ( 1 H, d, J = 8. 
9Hz), 6. 98 (1H, d, J = 8. 9Hz), 7. 39 ( 1 H, dd, J = 
2. 6, 8. 9Hz), 7. 47 ( 1 H, d, J = 2. 6Hz), 8. 08 ( 1 H, 
d, J = 3. OHz), 8. 60. (1H, br. s), 12. 03 (1H, s). 

m 3 7 0 : {b^#-^3 7 0 (Dit&m^mM 

WMbX^X^ 5 — ^ n niMJ ^vvfife % ^.U? 5 -Tir^vKT ^ / - 2 -p< h 3rVT 
)&m : 1 6 . 9 % 

1 H — NMR (DMSO-d 6 ): 8 2. 01 (3H, s), 3. 85 (3H, s), 

7. 03 (2H, t, J = 9. 6Hz), 7. 49 ( 2 H, dd, J=8. 9, 9. 
2Hz), 7. 96 (1H, s), 8. 51 ( 1 H, s), 9. 87 ( 1 H, s), 
10. 82 (1H, s), 12. 03 (1H, d, J=4. OHz). 

M3 7 1 : {blH£>#-^3 7 1 (Dih^CDmM 

: 1 0 0 % 

1 H — NMR (CDCI3) : 8 2. 29 (3H, s), 3. 82 ( 3 H, s), 
6. 75 (1H, dd, J = 2. 6, 8. 2Hz), 7. 00 (1H, d, J = 8. 
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9Hz), 7. 16 (1H, d, J = 8. 6Hz), 7. 38 ( 1 H, d, 2. 3 
Hz), 7. 41 (1H, dd, J=2. 3, 8. 9Hz), 7. 48 ( 1 H, d, 
J = 2. 3Hz), 7. 70 (1H, br. s), 11. 92 ( 1 H, s). 

MS 7 2 : te^#-5§-3 7 2 (D^m^WM. 

Lt, 5 n a-^y ^/Vfife N ^.t^ 2 , 5 - S?;/ b ^ v-T — U 

mi e tmm<DMfc$:ft\<\ mmfc&mzmca 

: 7 3 . 9 % 

1 H— NMR (CDC 1 3 ) : 5 0. 98 (3H, t , J = 7. 2H z), 1. 0 
5 (3H, t, J = 7. 2Hz), 1. 4 4- 1. 6 5 (4H, m), 1. 72- 
1. 79 (2H, m), 1. 81-1. 91 ( 2 H, m) , 3. 97 ( 2 H, t, 
J = 6. 3Hz), 4. 07 (2H, t, J = 6. 3Hz), 6. 64 ( 1 H, d 
d, J=9. 0, 3. OHz), 6. 85 ( 1 H, d, J = 9. 3Hz), 6. 9 
9 (1H, d, J = 9. OHz), 7. 39 ( 1 H, dd, J = 8. 7, 2. 4H 
z), 7. 44 (1H, d, J = 2. 7Hz), 8. 08 (1H, d, J = 3. 0 
Hz), 8. 76 (1H, s), 12. 08 ( 1 H, s). 
M3 7 3 : ^^^#-^-3 7 3 <D{fr£-^<D$Bt 

y v§^Mv^TMl 6 tmm<Dm^^\ mmit^m^m^ 

: 5 9 . 7 % 

1 H— NMR (CDC 1 3 ) : 5 0. 97 (6H, d, J = 6. 6Hz), 1. 0 
3 (6H, d, 6. 6Hz), 1. 6 4- 1. 9 8 (6H, m) , 3. 99 ( 2 H, 
t, J = 6. 6Hz), 4. 09 (2H, t, J = 6. 3Hz), 6. 63 ( 1 H, 
dd, J = 8. 7, 3. OHz), 6. 85 ( 1 H, d, J = 8. 7Hz), 6. 
98 (1H, d, J = 8. 7Hz), 7. 38 ( 1 H, dd, J = 9. 0, 2. 4 
Hz), 7. 43 (1H, d, J=2. 7Hz), 8. 09 ( 1 H, d, J = 3. 
OHz), 8. 75 (1H, s), 12. 08 ( 1 H, s). 
m 3 7 4 : fc&m^ 3 7 4 <7)^^}<DM^& 
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: 3 1 . 2 % 

1 H— NMR (CD 3 OD):6 4. 86 (3H, s), 6. 93 (1H, d, J 
= 7. 6Hz), 7. 18 (1H, d, J = 8. 6Hz), 7. 35 ( 1 H, dd, 
J = 3. 0, 7. 6Hz), 7. 47 (1H, dd, J = 2. 0, 8. 6Hz), 
8. 00 (1H, d, J = 3. OHz), 8. 80 ( 1 H, d, J = 2. OHz). 

M3 7 5 : ^^#-^-3 7 5 (DW^m^mik 

MffibT, S:t^5- [(1, t°^] 

: 6 5 . 2 % 

1 H — NMR (CDC1 3 ): 5 0. 69 (3H, t, J = 7. 6Hz), 1. 2 
9 (6H, s), 1. 64 (2H, q, J = 7. 6Hz), 6. 91 ( 1 H, dd, 
J = l. 7, 7. 6Hz), 6. 96 ( 1 H, d, J=8. 9Hz), 7. 03 (2 
H, d, J = 8. 9Hz), 7. 10 (1H, dt, J = l. 7, 7. 6Hz), 
7. 16 (1H, dt, J=l. 7, 7. 6Hz), 7. 40-7. 31 (4H, 
m), 8. 42 (1H, d d, J = 2. 0, 7. 9Hz), 8. 53 ( 1 H, br. 
s) 11. 94 (1H, s). 
M3 7 6 : -fb#«»##3 7 6 ©^<6b©843£ 

JR^S : 3 3 . 0 % 

1 H — NMR (CDCI3) : 5 0. 92 (3H, t, J = 6. 9Hz), 1. 4 
0—1. 59 (6H, m), 1. 90-2. 01 ( 2 H, m), 3. 09 ( 3 H, 
s), 4. 22 (2H, t, J = 6. 3Hz), 7. 01 ( 1 H, d, J = 8. 9 
Hz), 7. 06 (1H, d, J = 8. 6Hz), 7. 4 0- 7. 4 3 (2H, m), 
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7. 73 (1H, dd, J = 8. 6, 2. 3Hz), 8. 74 ( 1 H, brs), 

8. 99 (1H, d, J = 2. 3Hz), 11. 76 (1H, s). 
M3 7 7 : 3 7 7 ©fb#*fe©*3£ 

Mibt, 5-^onfy«, XT* 3' 2, 4' - hP^ 

f-;vzfu t°^^y ^srfflv^x^j 1 6 tmm(Dm^n^\ nm^m^%tc 0 

I&spi : 4 4 . 8 % 

1 H— NMR (CDC1 3 ): 5 1. 38 ( 9 H, s), 2. 38 ( 3 H, s), 7. 
01 (1H, d, J = 8. 9Hz), 7. 31 ( 1 H, d, J = 7. 9Hz), 7. 
42 (1H, dd, J = 8. 9, 2. 6Hz), 7. 53 ( 1 H, d, J=2. 6 
Hz), 7. 57 (1H, d d, J = 7. 9, 2. OHz), 7. 83 ( 1 H, b 
r s), 8. 11 (1H, d, J = 2. OHz), 11. 82 (1H, s). 
MS 7 8 : {fc£^#-i§-3 7 8 (D^m^WM. 

WMtVX, W5-^h^v^-2- (l-fc°nJJyk) 

i&spi : 5 3 . 4 % 

1 H— NMR (CDCI3) : 8 2. 46 (3H, s), 6. 51-6. 52 (2 
H, m), 6. 8 2-6. 8 5 ( 3 H, m), 6. 93 ( 1 H, d, J=8. 9Hz), 
7. 06 (1H, d, J = 7. 9Hz), 7. 30 ( 1 H, d, J = 7. 9Hz), 
7. 32 (1H, dd, J = 2. 3, 8. 9Hz), 7. 61 ( 1 H, s), 8. 
29 (1H, s), 11. 86 (1H, br. s). 
09 3 7 9 : ^-^#-£§-3 7 9 (O^m^WM. 

MiLT, 5-^nnf!Jf;^ M5-^pp-2 - fW=!)y^ 
wcWl 6 ^I©^rffV\ SS-fb^SrWfc, 

JR*S = 8 . 0 % 

1 H— NMR (CDC 1 3 ) : 8 2. 3 8 ( 3 H, s), 7. 02 (1H, d, J 
= 8. 9Hz), 7. 25-7. 31 ( 3 H, m), 7. 46 (1H, dd, J = 2. 
6, 8. 9Hz), 7. 68 ( 2 H, d, J = 8. 6Hz), 7. 74 ( 1 H, d, 
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J = 2. 3Hz), 7. 96 (1H, d, J = 8. 6Hz), 8. 56 ( 1 H, d, 
J = 2. 0Hz), 10. 75 (1H, s), 11. 70 ( 1 H, s). 

m 3 8 0 : 3 8 0 (Dfc&t&KDWSk 

VvCMl 6 £l«l^<Z>jftf£&?TV\ ^jHfb^^r#fc 0 
JR^i : 4 3 . 5 % 

1 H— NMR (CDC 1 3 ): 5 2. 38 (3H, s), 7. 02 (1H, d, J 
= 8. 9Hz), 7. 27 (1H, d, J = 7. 9Hz), 7. 29 (1H, dd, 
J = 2. 0, 6. 6Hz), 7. 46 ( 1 H, dd, J = 2. 3, 8. 9Hz), 
7. 68 (2H, d, J = 8. 6Hz), 7. 73 ( 2 H, d, J = 2. 3Hz), 
7. 97 (1H, d, J = 8. 6Hz), 8. 56 ( 1 H, d, J = 2. 0Hz), 
10. 73 (1H, s), 11. 71 (1H, s). 
^3 8 1 : 3 8 1 <D\\^m<DWfc 

MtLT, 5-^nniMJ^-/lx^ N ^u?2-^/V^-n-5- (^^vW*/l^ = 
■ 2 8 . 8 % 

1 H— NMR (CDCI3): 5 3. 12 (3H, s), 7. 03 (1H, d, J 
= 8. 9Hz), 7. 38 (1H, dd, J = 8. 6, 10. 2Hz), 7. 45 
(1H, dd, J = 2. 3, 8. 9Hz), 7. 53 ( 1 H, d, J=2. 3Hz), 
7. 80 (1H, ddd, J = 2. 3, 4. 6, 8. 6Hz), 8. 25 ( 1 H, 
s), 8. 98 (1H, dd, J = 2. 3, 7. 7Hz), 11. 33 ( 1 H, b 
r . s ) . 

W 3 8 2 : 3 8 2 

i&spl :77. 0 % 

1 H— NMR (CDCI3) : 5 3. 98 (3H, s), 6. 80 (1H, d, J 
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= 8. 8Hz), 6. 90 (1H, d, J = 8. 8Hz), 6. 9 5-7. 0 0 (3 
H, m), 7. 0 4-7. 0 9 ( 1 H, m), 7. 2 9- 7. 3 5 ( 2 H, m), 7. 
38 (1H, dd, J = 8. 8, 2. 6 Hz), 7. 47 (1H, d, J = 2. 6 
Hz), 8. 19 (1H, d, J=2. 9Hz), 8. 61 ( 1 H, brs), 11. 
9 2 ( 1 H, s ) . 

M3 8 3 : fc&mm-%3 8 3 <D{fcl=r#/<D©Bt 

WMtVX^ Uf/H, RX£ 3 -T ^ / - 4 - ^ f;Hf 7 a -/l^ 

Ifcsps : 4 7 . 7 % 

1 H — NMR (DMSO-d 6 ) : 8 2. 33 (3 H, s), 7. 06 (1H, d, 
J = 8. 7Hz), 7. 4 3-7. 5 2 (4H, m), 7. 6 4-7. 6 7 (2H, 
m), 8. 04 (1H, d, J = 2. 7Hz), 8. 19 ( 1 H, d, J = l. 5 
Hz), 10. 40 (1H, s), 12. 22 ( 1 H, s). 
W 3 8 4 : it&m^ 3 8 4 (D^^KDM^t 

iSt b"C, 5 - ^ O Ci U-y ^VUgj^ 5 - (a, a — ^^■/W<^i^/V') - 

IR*S : 8 9 . 0 % 

1 H — NMR (CDC1 3 ) : 8 1. 72 (6H, s), 3. 93 (3H, s), 

6. 83 (1H, d, J = 8. 8Hz), 6. 93 ( 1 H, dd, J = 2. 6, 8. 
8Hz), 6. 96 (1H, d, J = 9. 2Hz), 7. 15-7. 20 (1H, m) , 

7. 2 5-7. 2 8 (4H, m) , 7. 36 ( 1 H, dd, J = 2. 6, 8. 8H 
z), 7. 46 (1H, d, J = 2. 6Hz), 8. 35 ( 1 H, d, J = 2. 6 
Hz), 8. 51 (1H, s), 12. 04 ( 1 H, s). 

^3 8 5 : ^#f#-^3 8 5 0{bl=^<£>®Bt 

jR^a : 4 . 1 % 
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1 H — NMR (DMSO-d 6 ) : 8 3.4 6-3. 5 2 (4H, m) , 3. 8 5- 
3. 94 (4H, m), 7. 03 ( 1 H, d, J = 8. 8Hz), 7. 47 ( 1 H, 
dd, 1 = 2. 9, 8. 8Hz), 7. 80 ( 1 H, dd, 1 = 2. 6, 8. 8H 
z), 7. 82 (1H, d, 1=2. 6Hz), 7. 88 ( 1 H, d, J = 8. 8 
Hz), 8. 20 (1H, d, 1 = 2. 2Hz), 10. 70 ( 1 H, s), 11. 
4 3 ( 1 H, s ) 

m 3 8 6 : fb£-#J#-^ 3 8 6 ©te#*©SK6 

M^f^bT, 5-^nnl?-y=M^ ^7J? 5 - 7 jvlrxi - 2 - (1~4^^^V 
: 3 3 . 8 % 

X H — NMR (DMSO— d 6 ) : S 6. 99 (1H, d, J = 8. 8Hz), 7. 
12-7. 19 (2H, m), 7. 42-7. 51 (3H, m), 7. 89 ( 1 H, 
d, 1 = 2. 8Hz), 7. 93 ( 1 H, d, J = l. 1Hz), 8. 34 ( 1 H, 
dd, J = ll. 4, 2. 8Hz), 10. 39 ( 1 H, s), 11. 76 (1H, 
b r s ). 

m 3 8 7 : \Y&m^ 3 8 7 £>{b-£r^£>§^ 

V^tWl 6 tlH#^^^tfV\ *fMS^#j£r#fc 0 
JR^ : 1 5 . 3 % 

X H — NMR (CDC 1 3 ) : 5 0. 99 (3H, t, 1 = 7. 3Hz), 1. 3 
9-1. 51 (2H, m), 1. 5 9-1. 7 3 (2H, m) , 2. 71-2. 79 (2 
H, m), 7. 03 (1H, d, J = 8. 9Hz), 7. 41-7. 49 (3H, m), 
7. 92 (1H, s), 8. 07 ( 1 H, dd, 1 = 2. 3, 8. 4Hz), 8. 
75 (1H, d, 1 = 2. 4Hz), 11. 51 ( 1 H, s). 
m 3 8 8 : \Y&m^ 3 8 8 ©ft^i©H 

Lt, 5 n nf y &I55 - [(1, l-vM^/V) ^n^] 

317 



WO 03/103647 



PCT/JP03/07129 



l&m : 3 6 . 0 % 

1 H — NMR (CDC1 3 ):6 0. 70 (3H, t, 3 = 7. 4Hz), 1. 2 
8 (6H, s), 1. 63 (2H, q, 3 = 7. 4Hz), 6. 97 ( 1 H, d, 
J = 6. 3 Hz), 7. 00 (1H, d, J = 6. 6 Hz), 7. 08 (1H, s), 

7. 14 (1H, dd, 3 = 2. 5, 8. 6HzJ, 7. 36 (1H, d, J = 2. 
2Hz), 7. 42 (1H, dd, 3 = 2. 5, 8. 8Hz), 7. 57 ( 1 H, 
d, J = 2. 5Hz), 8. 28 ( 1 H, s), 11. 44 ( 1 H, s). 

M3 8 9 : 3 8 9 '(Dfc&mtoWk 

i^m - 7 4 . 2 % 

1 H — NMR (DMS O- d 6 ) : 5 2. 27(3 H, s), 3. 85(3 H, s), 
6. 90 (1H, dd, J=9. 0, 2. 4Hz), 6. 98 (1H, d, J = 9. 
0Hz), 7. 05 (1H, d, J = 9. 0Hz), 7. 47 (1H, dd, J = 
9. 0, 3. 0Hz), 7. 97 ( 1 H, d, J=3. 0Hz), 8. 24 (1H, 
d, 3 = 2. 4Hz), 10. 79 (1H, s), 12. 03 ( 1 H, s). 
M3 9 0 : 3 9 0(Dik&m<DW& 

Ml 6 ^^©aW^Sr^VV «Bfli^llS:#fc, 
JRJ£ : 8 1 . 5 % 

1 H — NMR (DMSO- d 6 ) : S 6. 98-7. 07 ( 1 H, m), 7. 07 
(1H, d, J = 9. 0Hz), 7. 3 7-7. 4 9 ( 1 H, m), 7. 52 (1 
H, dd, J = 8. 7, 3. OHz), 7. 95 (1H, d, 3 = 2. 7Hz), 

8. 15-8. 22 (1H, m), 10. 83 ( 1 H, s), 12. 25 ( 1 H, 
s). 

093 9 1 : fc&tom&3 9 1 <Dfc&m(D$m 
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Ml 6 iK«©»f^SrfTV\ *®ffc^4ft5r#fc:o 
JR^ : 8 2 . 0 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 0 0 (1 H, t t, J = 9. 3, 2. 
1), 7. 03 (1H, d, J = 9. OHz), 7. 47 (1H, dd, J = 7. 

5. 2. 7Hz), 7. 49 ( 1 H, d, J = 2. 7Hz), 7. 51 ( 1 H, d, 
J=2. 1Hz), 7. 82 (1H, d, J = 3. OHz), 10. 63 ( 1 H, 
s), 11. 43 (1H, brs). 

MS 9 2 : -fb#*b##3 9 2 ©fc#%b©3K3£ 

IS^i bT, 2- (5-^n^e-2-t Kn^^y^-Y^) 7-4 - [(1 , 

##1 9 7) <SrJ^T0!|8 2 ^©jfttfsSrffl^ «®ffc#*&«r»fco 
I&2f§. : 8 5 . 5 % 

1 H— NMR (DMSO-d 6 ): 8 1. 44 ( 9 H, s), 7. 00 ( 1 H, d, 
J = 9. OHz), 7. 62 (1H, dd, J = 9. 0, 2. 7Hz), 8. 02 
(1H, d, J = 2. 4Hz), 11. 83 (1H, brs), 12. 04 ( 1 H, 
brs), 12. 9 8 (1H, brs). 
M3 9 3 : 3 9 3 ©5836 

-5-^ ^f;Vx^T;^fflV^Ml 9 5 (3) b\*l1fc<D$kft%ft\f^^ MM 

ffr£*&«r#fc, {mt&mu, M2 0 3 (i) ©ffc-£*in?*>5.) 

jftifi : 3 2 . 1 % 

mp 288. 5-229. 5°C. 

X H— NMR (DMSO— d 6 ) : 8 3. 6 6 (3 H, s), 3. 95 (2H, s), 

6. 99 (1H, d, J = 8. OHz), 7. 42 ( 1 H, d, J = 6. OHz), 

7. 48 (2H, brt, J = 7. 6Hz), 7. 56-7. 61 (3H, m) , 

8. 07 (1H, d, 3 = 2. 4Hz), 11. 85 (1H, brs), 11. 9 
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8 (1 H, b r s). 

M3 9 4 : fc&®&-%r 3 9 4 <Dfc&m<OWfe. 

2- (5-^n ; e-2-kKo^y/'{;v) T 5 J - 4 -7x^7/- 

^Ao^^/I/ 2 0 9) SrffiV^TM8 2 £PJ 

i©i^rfrv\ if«tei»£#fc 0 (^^tt, M2 12 (l) ©fb^4fe*T*S> 

So) 

: 6 7 . 0 % 

1 H — NMR (DMSO-d 6 ): 6 7. 00 ( 1 H, d, J=8. 8Hz), 7. 
4 2- 7. 4 4 (3H, m) , 7. 62 ( 1 H, dd, J = 8. 8, 2. 4Hz), 
7. 70-7. 72 (2H, m), 8. 04 ( 1 H, d, J = 2. 4Hz), 12. 
31 (1H, brs), 12. 99 (1H, brs). 
M3 9 5 : fl^<fe#-5§"3 9 5 0-fb-^<»©J83fi 

(1) 2 — T 5. 7 - 4 - [3 , (MJ7;^n^f;^) 7x^]f7/ 

— 

3' , 5' — If* (M)7^to^f^) Tirh^^/^ (0. 5 1g, 2. 0 
mmo 1) ©rf7t KP77V (5mL) SBRfcl, h ]) * ^f-jVTl^^ 

^7^M)7n5K(7 5 3mg, 2 mm o 1 ) SrflPx., ^§.1? 5 B#HQiifc# U7t 0 

;V (5mLk ff7^7 (1 5 2mg, 2 mm o 1 ) ^Px. N 3 OftmMWMU 

?»jK«r«JEEe*bT#e>tL/t:afcaESr'>y *^7^^v f^77^ 

»«-ft:^ft©»liefeJl$S (5 2 0. 1 m g , 83. 3 %) £r#/c 0 

1 H — NMR (CDClg) : S 5. 03 (2H, s), 6. 93 (1H, s), 

7. 7 7 (1 H, s), 8. 2 3 ( 2 H, s). 
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(2).5-^oo-2-kKn^rv'-N- {4- [3, 5 — tr* ( hV ~7 )\"3rxi 
**f->V) 7*^~;V\ f7y^-2-^;H ^yXT5 K (^-^##3 9 5) 
!)f;^ (172. 6mg, 1 mm o 1 k 2— T5/-4-[3, 
5 -If* (MJ7/^n^f^) 7x=;k]fT/wV (3 12. 2 m g , 1mm 
o 1), H^bU^ (4 4juL, 0. 5mmo 1), ^-/^nn-O-if^ (5mL) 

(n— : g^gfe3i^-/v= 3 : 1^2 : 1) t«Lt^ flWb^O^jt 
(10 9. 8 m g , 23. 5 %) 2r#7e:„ 
1 H— NMR (DMSO-d 6 ) : 8 7. 08 (1 H, d, J = 8. 7 Hz), 7. 
53 (1H, dd, J=9. 0, 3. 0Hz), 7. 94 ( 1 H, d, J = 3. 0 
Hz), 8. 07 (1H, s), 8. 29 ( 1 H, s), 8. 60 ( 2 H, s), 1 
1. 77 (1H, s), 12. 23 (1H, s). 
M3 9 6 : ^^^J#-^-3 9 6 (Dit^^KDM^l 

WMh LT, 5 - ^ n niMJ =f-;vm, -75 / try i^£rfflv^TM I6i 

: 2 3 . 2 % 

'H-NMR (DMSO-d 6 ) : 8 7. 02 (1 H, d, J = 9. 3 Hz), 7. 
42 (1H, ddd, J = 9. 0, 4. 8, 0. 6 Hz), 7. 47 (1H, dd, 
J = 8. 7, 5. 7Hz), 7. 92 ( 1 H, d, J = 2. 7Hz), 8. 15 (1 
H, ddd, J = 8. 4, 2. 4, 1. 5Hz), 8. 35 ( 1 H, dd, J = 7. 
8, 1. 5Hz), 8. 86 (1H, d, J = 2. 4Hz), 10. 70 ( 1 H, 
s). 

MS 9 7 : {b-a^#-5§-3 9 1 <Dfc&mv>Wik 

v^TFill 6 ^i©i#rfrv\ SS^*! «:#*:, 
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l|» : 1 2 . 3 % 

'H-NMR (DMS O — d 6 ): 8 7 . 07 (1 H, d, J = 8. 7Hz), 7. 
42 (1H, d, J = 7. 8Hz), 7. 51 ( 1 H, dd, J = 8. 7, 2. 7 
Hz), 7. 82 (1H, t, J = 7. 5Hz), 7. 94 ( 1 H, d, J = 3. 
0Hz), 8. 24 (1H, d, J = 7. 8Hz), 10. 95 ( 1 H, s), 11. 
9 7 (1 H, s ). 

M3 9 8 : 3 9 8 ©fb^©J83£ 

(1) 2-7tl»^-5-^PP-N- (t°y^y-2-^;v) ^yXr^ 
K 

MiU, 2 -Tir >3r^- 5-^nn^,» ^ 2 -T 5 / t° y 
»Til9 8 (3) fc|^I«©ftf^SrffV\ «H^#<ftSr#fco 
IRJ(5 : 1 9 . 7 % 

1 H — NMR (CDC1 3 ): 8 2. 42 (3H, s), 7. 19 (1 H, d, J 
= 8. 7Hz), 7. 54 (1H, dd, J = 8. 7, 2. 7Hz), 8. 01 (1 
H, d, J = 2. 4Hz), 8. 28 ( 1 H, dd, J = 2. 4, 1. 8Hz), 
8. 42 (1H, d, J = 2. 4Hz), 9. 09 ( 1 H, s), 9. 66 (1H, 
d, J = 1 . 8 H z ) . 

(2) 5-^nn-2-fc Ko^y-N- ( fc° U 2 --Ov) ^^X75 
K 0fb#*#-3" 3 9 8) 

MiLT N 2-7th^-5-^nn-N- (t°y^i^^-2 — f/P) 
XT 5 K?rlV^^2 (2) |ll#©iftffrMTV\ «®ffc#«j&#fc„ 
J&3$S : 7 2 . 6 % 

X H — NMR (DMSO-d 6 ) : 6 7. 09 (1 H, d, J = 9. 0Hz), 7. 
52 (1H, dd, J=8. 7, 2. 7Hz), 7. 96 ( 1 H, d, J = 2. 7 
Hz), 8. 4 4-8. 4 7 ( 2 H, m), 9. 49 ( 1 H, s), 10. 99 (1 
H, s ), 12. 0 4 (1 H, s ). 

093 9 9 : {b-a^#-5§-3 9 9 ®^^6b©3R3S 
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W : 1 0 . 3 % 

1 H — NMR (DMSO-d 6 ) : 5 6. 98 (1 H, d, J=8. 8Hz), 7. 
59 (1H, d d, J=8. 8, 2. 4Hz), 8. 00 ( 1 H, d, J = 2. 8 
Hz), 8. 86 (2H, s), 11. 09 ( 1 H, s), 11. 79 ( 1 H, s). 
M4 0 0 : fb^#-5§-4 0 0 ©^©11 

J^fs|-£ LT, 2- (5-^n^-2-t Kadrv"<y^;k) T^/-4-7^ 
^/l^T^— /V- 5-#/W?>^ (^^#;#-^3 9 4), RXfzfv tVl^T ^ ^£rffi 

V^J2 12 (2) £m*ai©!ftfe&m\ «sste-^&#fc„ 

I» : 2 3 . 1 % 

1 H — NMR (DMSO-d 6 ): 5 0. 82 (3H, t, J = 7. 5Hz), 1. 
39-1. 51 (2H, m), 3. 13 (2H, q, J = 6. 6Hz), 7. 02 
(1H, d, J = 9. OHz), 7. 4 0- 7. 4 8 (3H, m), 7. 63 (1 
H, dd, J = 8. 7, 2. 7Hz), 7. 68-7. 72 ( 2 H, m) , 8. 0 
6 (1H, d, J = 2. 7Hz), 8. 18 ( 1 H, t, J = 5. 7Hz), 11. 
87 (1H, b r s), 12. 14 ( 1 H, brs). 
094 0 1 : -ffr£^#^§-4 0 1 <Dfc&m<Dm& 

MfltVX, 5-^nnf!)f;^ M2-^f-;v-3, 5 - tf ^ ( h V 7 >v 
l&m : 1 5 . 0 % 

1 H — NMR (DMSO-d 6 ) = 5 2. 49 (3H, s), 7. 07 (1H, d, 
J = 8. 7Hz), 7. 52 (1H, dd, J = 8. 7, 2. 8Hz), 7. 84 
(1H, s), 7. 97 (1H, d, J = 2. 8Hz), 8. 60 ( 1 H, s), 1 
0. 69 (1H, brs), 12. 07 (1H, brs). 
W 4 0 2 : {b-^#-S§- 4 0 2 <£>^-£^ 

JH^£LT. 5 a P f y =fvl^ ^4-^pp-3- (MJ7;^n^f 
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JftSfS : 6 6 . 5 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 03 (1 H, d, J = 8.7Hz), 7. 
48 (1H, dd, J=8. 7, 2. 7Hz), 7. 73 ( 1 H, d, J=8. 7 
Hz), 7. 86 (1H, d, J=2. 4Hz), 8. 00 ( 1 H, dd, J=8. 
7, 2. 4Hz), 8. 32 ( 1 H, d, J = 2. 4Hz), 10. 69 ( 1 H, 
s ), 11. 4 9 (1 H, s ). 
094 0 3 : fl^<fe#-^4 0 3 <D^m<DMM 

Jfcifl : 3 3 . 4 % 

*H — NMR (DMSO-d 6 ): 6 1. 24 (6H, d, J = 6. 6Hz), 2. 
9 7- 3. 0 6 (1H, m), 7. 06 (1H, d, J = 8. 7Hz), 7. 51 
(1H, dd, J = 8. 7, 2. 7Hz), 7. 61 (1H, s), 7. 62 (1 
H, d, J = 7. 5Hz), 7. 98 ( 1 H, d, J = 2. 7Hz), 8. 03 (1 
H, d, J = 8. 1Hz), 10. 67 (1H, s), 12. 21 (1H, s). 
M4 0 4 : fb-^*##4 0 4 ©^^©fiiSS 

Mibt, 5 - ^ n n iMJ ^/ugfe % ^t;? 3 — (MJ7;^n^f/v) t^U^ 
JR*# : 68. 5 % 

1 H — NMR (DMSO-d 6 ): 5 7. 0 3 ( 1 H, d, J = 8. 6Hz), 7. 
46-7. 51 (2H, m), 7. 62 ( 1 H, t, J = 7. 9Hz), 7. 90 
(1H, d, J = 3. 0Hz), 7. 94 ( 1 H, d, J = 9. 2Hz), 8. 2 
1 (1H, s), 10. 64 (1H, s), 11. 58 ( 1 H, brs). 
M4 0 5 : ^-^^##4 0 5 <Dfc&®l<DW& 

Mitt, 5 -^nnU-JJ^/i^ Xr52-=bo-4- (fy7;ki-P^f 

/p) r^yysrffiv^i 6^^©s^ffv\ WJSfc^Srfcfc, 
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: 1 8 . 7 % 

'H-NMR (DM S O — d 6 ) : 8 7 . 0 8 ( 1 H, d, J = 9 . OH z), 7 . 

54 (1H, dd, J=8. 7, 2. 7Hz), 7. 94 ( 1 H, d, J = 2. 7 
Hz), 8. 17 (1H, dd, J = 9. 0, 2. 4Hz), 8. 46 ( 1 H, d, 
J = l. 8Hz), 8. 88 (1H, d, J = 9. OHz), 12. 19 ( 1 H, 
s ), 12. 25 (1H, s). 

M4 0 6 : te^#-i§-4 0 6 ©fl^4&©8B6 

jm^-ibT, 5 nnlMJ ^vvfife, S.t5 2, 6-^nn-4- 
P^f^) T~y ytfflV^Wl 6 £ |Rl«©iftf^Srfi l V\ aWMfr&to 
JR*S : 2 2 . 1 % 

'H-NMR (DMSO-d 6 ): 5 7. 0 7 (1 H, d, J = 8. 7Hz), 7. 

55 (1H, dd, J = 8. 7, 2. 7Hz), 7. 99 ( 1 H, d, J = 2. 4 
Hz), 8. 10 (2H, s), 10. 62 ( 1 H, s), 11. 88 ( 1 H, s). 
094 0 7 : fb^#-^4 0 7 <Dfc&m<DMl& 

Jfc^ : 5 5 . 8 % 

1 H — NMR (DM SO— d 6 ) : 5 7. 04 (1H, d, J = 8. 7Hz), 7. 
49 (1H, dd, J = 8. 7, 2. 7Hz), 7. 80 ( 1 H, d, J = 2. 7 
Hz), 8. 17 (2H, s), 8. 43 ( 1 H, s), 10. 94 ( 1 H, s), 
11. 3 4 ( 1 H, s ). 

M4 0 8 : {b£^J#-l§-4 0 8 <D{b-g^3<D§et 
IW : 8 1 . 2 % 

! H-NMR (DM SO— d 6 ) : 5 7. 03 (1 H, d, J = 8. 7Hz), 7. 
48 (1H, dd, J=9. 0, 2. 7Hz), 7. 8 5- 7. 9 4 ( 3 H, m), 
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8. 31 (1H, d, J = l. 8Hz), 10. 67 ( 1 H, s), 11. 48 (1 
H, s). 

M4 0 9 : {S^a^J#-5§-4 0 9 (D\^*fo<oW& 

JIOfSfiLT, RU4-^v^-2- (MJ7/^n^f 

;v) T=-V is^m^xmi 6 t mWkfDWift&ft V\ $SM^%3:#fco 
Itx^ : 4 1 . 8 % 

1 H— NMR (DMSO - d 6 ) : 8 7 . 0 7 ( 1 H, d, J = 8.7Hz), 7. 

52 (1H, dd, J = 9. 0, 2. 7Hz), 7. 9 3- 7. 9 7 ( 3 H, m), 
8. 21 (1H, d, J = 9. 3Hz), 10. 81 ( 1 H, s), 12. 28 (1 
H, s ). 

M4 i o : ^^#-^-4 i o^i^m^m^ 

WMt LT, 5-^nniMJ^7V^ RU? 2 —zf n 4 - (M)7;^n^f 
Ifcspi : 1 7 . 6 % 

1 H— NMR (DMSO-d 6 ) : 8 7. 10 (1H, d, J = 9. 0Hz), 7. 

53 (1H, dd, J = 8. 7, 3. 0Hz), 7. 82 ( 1 H, dd, J = 9. 
0, 1. 8Hz), 7. 98 (1H, d, J = 3. OHz), 8. 11 ( 1 H, d, 
J = l. 5Hz), 8. 67 (1H, d, J = 8. 7Hz), 11. 05 ( 1 H, 
s), 12. 40 (1H, s). 

M4 1 1 : 4 1 1 <Dfc&Ql<DW& 

: 3 6 . 0 % 

1 H— NMR (DMSO-d 6 ) : 6 7. 0 6 (1 H, d, J-9. OHz), 7. 
52 (1H, dd, J = 8. 7, 2. 7Hz), 7. 63 (1H, td, J = 8. 
7, 3. 3Hz), 7. 71 (1H, dd, J = 8. 7, 3. OHz), 7. 97 
(1H, d, J = 2. 7Hz), 8. 11 (1H, dd, J = 8. 7, 5. 1Hz), 
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10. 67 (1H, s), 12. 20 (1H, s). 
M4 1 2 : <ffc£^##4 1 KD^^m^^m. 

JK^LT, 5 - ^ T3 a iMJ ^vvg^ — ry/nf;i/^v-2- (by 
^/v^-n^^/i.) T~y y^rffiV^l 6 fc|fg«S©»fts«rfrV\ «®fb^4&«r# 
fc. 

flW : 3 9 . 2 % 

1 H — NMR (DMSO-d 6 ) : 5 1. 29 (6H, d, J = 5. 7Hz), 4. 
6 7-4. 79 (1 H, m), 7. 04 (1H, d, J = 9. OHz), 7. 22 
(1H, d, J=2. 7Hz), 7. 30 ( 1 H, dd, J = 8. 7, 2. 7Hz), 
7. 51 (1H, dd, J = 8. 7, 2. 4Hz), 7. 86 ( 1 H, d, J = 9. 
OHz), 7. 99 (1H, d, J = 3. OHz), 10. 50 ( 1 H, s), 12. 
18 ( 1 H, s ). 

f!l4 1 3 : ^#>#-§-4 1 3 ©fb^4b©3K3fi 

JES^LT, 5-^naf!)«, ^2, 4-v ? ^b=^V-5- ( b V ~7 K> 
IR^S : 1 9 . 0 % 

1 H— NMR (CDC1 3 ): 5 3. 93 (3H, s), 4. 03 (3H, s), 6. 
70 (1H, s), 6. 98 (1H, d, J = 8. 9Hz), 7. 39 ( 1 H, d 
d, J=8. 9, 2. 6Hz), 7. 45 (1H, d, J = 2. 6Hz), 8. 2 
9 (1H, brs,), 8. 54 ( 1 H, s), 11. 92 ( 1 H, s). 

W 4 1 4 : ^%##4 1 4 <Dfc&m<Dm?£ 

Mibt, 5 -j? n n-^y ^vl^ N S.t5 2, 4 - v^/l^n - 5 - (fP7/V 
KX^ : 66. 0 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 06 (1 H, d, J = 8. 8 Hz), 7. 
51 (1H, d d, J = 8. 8, 2. 8Hz), 7. 82 ( 1 H, t, J = 10. 
7Hz), 7. 94 (1H, d, J = 2. 8Hz), 8. 64 ( 1 H, d, J = 8. 
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0Hz), 10. 78 (1H, s), 12. 37 ( 1 H, brs). 
014 15 : >f 4 1 5 

71.) 7^!iy^V^0lJl 6 t^li©i^^V\ *IMtel=^<H#7c 0 
: 2 4 . 8 % 

1 H — NMR (DMSO-d 6 ):6 7. 06 (1 H, d, J = 8. 8Hz), 7. 
52 (1H, dd, J = 2. 8, 8. 8Hz), 7. 94 ( 1 H, d, 1 = 2. 8 
Hz), 8. 17 (1H, dd, J = l. 8, 8. 9Hz), 8. 31 (lH, d, 
J = 2. 1Hz), 8. 63 (1H, d, J = 8. 9Hz), 11. 16 ( 1 H, 
s ), 1 2. 4 5 (1 H, b r . s ). 

M4 1 6 : it&m^ 4 1 6 (Dik&m^nm 

WMtX^X^ ^4-^pp-2- (4-^nn-<^if 

^x/^^/i-) -5- (MJ7/^p^f-^) z/%m^xmi q tmwk(D 

: 8 . 5 % 

! H-NMR (CDC 1 3 ) : 8 6. 9 8 ( 1 H, d, J = 8. 9Hz), 7. 1 
3 (1H, d, J = 2. 6Hz), 7. 22 ( 2 H, d, J = 8. 6Hz), 7. 
34 (2H, d, J = 8. 6Hz), 7. 40 ( 1 H, dd, J = 2. 3, 8. 9 
Hz), 7. 66 (1H, s), 8. 71 ( 1 H, s), 8. 80 (1H, s), 1 
1 . 4 2 (1 H, s). 

^4 17 : 1 7 (Dfc&!%)<Dm& 

g^fiLT, 5-^PPtUf/^ ^5-^PP-2-=hP-4- (MJ 

mzrn : 2 2 . 8 % 

X H-NMR (DMS O- d 6 ) : 8 7. 0 8 (1 H, d, J = 8. 8Hz), 7. 
55 (1H, dd, J=8. 8, 2. 8Hz), 7. 93 ( 1 H, d, J = 2. 8 
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Hz), 8. 5 2 (1H, s), 9. 13 (1H, s), 12. 38 (1H, brs), 
12. 45 ( 1 H, s ). 

094 1 8 : 1 8 <Dfc&m<DWkl& 

mWtVX, 5-^nnf!)f;Vi, RXfi2, 3 - v^/l^fn - 4 - (HJ7;V 

^-n^^) r~y y^iv^i 6 tmm<Dmi^n^\ si^^ftfc, 

Ifc^s : 2 1 . 8 % 

1 H — NMR (DMSO-d 6 ) : 6 7. 07 (1 H, d, J = 8. 8 Hz), 7. 
53 (1H, d d, J = 2. 9, 8. 8Hz), 7. 66 ( 1 H, dt, J = l. 
8, 7. 7Hz), 7. 93 ( 1 H, d, J = 2. 6Hz), 8. 35 ( 1 H, t, 
J = 7. 7Hz), 11. 02 (1H, d, J = l. 5Hz), 12. 32 ( 1 H, 
s). 

09 4 1 9 : {b-^^#-^4 1 9 <D4k&%0<DWk& 

MiLT, 5-^nof5f;l#, XT* 4, 4' -??7$/-2, 2' - If* 
jfc^S : 3 5 . 9 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 0 5 ( 2 H, d, J = 8. 8Hz), 7. 
39 (2H, d, J = 8. 5Hz), 7. 49-7. 51 (2H, m), 7. 9 1 (2 
H, d, J = 2. 5Hz), 7. 99 (2H, dd, J = 2. 0, 8. 5Hz), 
8. 31 (2H, d, J = l. 9Hz), 10. 71 (2H, s), 11. 54 (2 
H, s). 

094 2 0 : >fb-g-4&##4 2 0 <Dfc&m<OW8k 

MiU, ST* 2, 3, 5, 6-Tf77/PtP-4 

- (fy7;vto^f;v) T~y 6 i K#©iftf^Srffv\ lilt: 

jfc^S : 4 2 . 5 % 

1 H— NMR (DMSO-d 6 ) : 5 7. 08 (1 H, d, J = 8. 8Hz), 7. 
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53 (1H, dd, J = 2. 9, 8. 8Hz), 7. 89 ( 1 H, d, J = 2. 6 
Hz), 10. 65 (1H, br. s), 11. 76 ( 1 H, br. s). 

094 2 1 : fl^4fo#-^4 2 1 (Dih^(Dm& 

Ml 6 tmfiloJft^Srffvv *l«-fb^^#fco 
lfca£ : 2 2 . 4 % 

1 H — NMR (DMSO-d 6 ) : 5 2. 05 (3 H, s), 7. 01 (1H, d, 
J = 8. 7Hz), 7. 2 4- 7. 3 9 ( 3 H, m), 7. 47 (1H, dd, J 
= 9. 0, 3. 0Hz), 7. 97 ( 1 H, d, J = 3. 0Hz), 8. 03 (1 
H, s), 10. 01 (1H, s), 10. 41 (1H, s), 11. 87 ( 1 H, 
s). 

094 2 2 : fc#^#-^4 2 2 <D4t-&!%)(DM& 

(1) 2 -Tir b^iX- 5 - ^ n n — N- ( 3 -^^/^^f^^s^ /V) 
K 

lifsfiUT, 2-7tf=3rv'-5-^nn^im ^3-75/^X75 
K£rfflV^TM2 4 fc^|«Oiftf^SrffV\ tIJgte^%Sr#fc 0 
Ifc^ : 1 5 . 8 % 

1 H — NMR (CDC 1 3 ): 5 2. 33 (3H, s), 5. 89 (1H, brs), 

6. 31 (1H, brs), 7. 14 ( 1 H, d, J = 9. 0Hz), 7. 42- 

7. 49 (2H, m), 7. 5 5-7. 5 8 ( 1 H, m) , 7. 80 ( 1 H, d, 
J = 2. 7Hz), 7. 93 (1H, d, J=8. 1Hz), 8. 07 ( 1 H, s), 

8. 71 (1H, s). 

(2) 5-^PP-2-tKn^-N- (3 — % ;Vs^<4 ;V7 ^~;V) *<-yX 
K 0ffr8^##4 2 2) 

Milt, 2 -Tir h^riy- 5 — ^ nn-N— ( 3 -*;W^^;V7x^^) 
^X7 5K*fflv>tM2 (2) t ra#©SM£«rfTV\ *»ffc#W«r#fco 
jR^s : 7 6 . 0 % 
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1 H — NMR (DMSO-d 6 ): 5 7. 0 3 ( 1 H, d, J = 8. 7Hz), 7. 
40 (1H, brs), 7. 45 ( 1 H, t, J = 7. 5Hz), 7. 48 ( 1 H, 
dd, J = 8. 7, 2. 4Hz), 7. 6 2- 7. 6 5 ( 1 H, m), 7. 86- 
7. 89 (1H, m), 7. 9 8- 7. 9 9 (2H, m), 8. 15 ( 1 H, t, 
J = l. 8Hz), 10. 51 (1H, s), 11. 85 ( 1 H, s). 
M4 2 3 : fc&mm^4 2 3 ©^#><DM3t 

IR*5 ■ 1 9 • 3 % 

1 H — NMR (DMSO-d 6 ) : 8 2. 79 (3 H, d, J=4. 5Hz), 7. 
03 (1H, d, J = 9. 0Hz), 7. 43-7. 51 ( 2 H, m), 7. 59 
(1H, dt, J = 8. 1, 1. 5Hz), 7. 87 ( 1 H, ddd, J = 8. 1, 
2. 1, 0. 9Hz), 7. 99 ( 1 H, d, J = 2. 4Hz), 8. 15 ( 1 H, 
t, J = l. 8Hz), 8. 46 (1H, d, J = 4. 2Hz), 10. 52 (l 
H, s ), 11. 8 4 (1 H, s). 
094 2 4 : fb#«&##4 2 4 ©ffc;£4&©SBS 

iR^ : 5 2 . 5 % 

X H — NMR (DMSO-d 6 ):6 1. 14 (12 H, s), 2. 96-3. 1 
3 (2H, m), 7. 16 ( 1 H, d, J = 8. 7Hz), 7. 23 ( 1 H, d, 
J = 7. 5Hz), 7. 33 (1H, dd, J = 8. 4, 6. 6Hz), 7. 52 
(1H, d d, J = 8. 7, 2. 4Hz), 8. 11 ( 1 H, d, J = 2. 4Hz), 
10. 09 (1H, s), 12. 40 (1H, s). 
M4 2 5 : -fb^-4fe##4 2 5 ©{b^©M)t 
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JRS£ : 58. 6 % 

1 H — NMR (DMSO-d 6 ) : 8 2 . 2 9 ( 3 H, s ) , 7 . 0 1 ( 1 H, d , 
J = 8. 7Hz), 7. 18 (1H, d, J=8. 1Hz), 7. 47 ( 1 H, d 
d, J = 8. 7, 2. 7Hz), 7. 58 ( 1 H, d, J = 8. 4Hz), 7. 9 
8 (1H, d, J = 2. 7Hz), 10. 35 (1H, s), 11. 94 ( 1 H, 
s). 

094 2 6 : it&mm^A 2 6 ^{^^(D^fifi 

i 6 t [r]^<d^^^tv\ mm^m^%tc 0 

:59. 6 % 

X H — NMR (DMSO-d 6 ) : 8 2 . 1 9 ( 6 H, s ) , 7 . 0 1 ( 1 H, d , 
J = 9. 0Hz), 7. 15-7. 16 ( 2 H, m) , 7. 50 (1H, dd, J 
= 9. 0, 2. 7Hz), 8. 07. ( 1 H, d, J = 2. 7Hz), 10. 03 (1 
H, s), 10. 10 (1H, s), 12. 29 ( 1 H, s). 

M4 2 7 : i^m^^A 2 7 ©{b^^S^S 

: 6 8 . 3 % 

1 H _ NMR (DMSO-d 6 ) : 8 2 . 2 0 ( 3 H, s ) , 2 . 2 3 ( 3 H, s ) , 
7. 01 (1H, d, J = 9. 0Hz), 7. 13 ( 1 H, d, J=8. 4Hz), 
7. 4 0- 7. 4 7 (2H, m) , 7. 47 ( 1 H, dd, J = 9. 0, 2. 7H 
z), 7. 99 (1H, d, J = 2. 7Hz), 10. 29 ( 1 H, s), 11. 9 
7 ( 1 H, b r s ). 

M4 2 8 : it&mm^A 2 8 (Dfc-&»fa(DW& 
: 6 1 . 0 % 
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1 H — NMR (DMSO-d 6 ) : 8 2. 14 (6H, s), 2. 26 (3H, s), 
6. 95 (2H, s), 7. 00 ( 1 H, d, J = 9. 3Hz), 7. 48 ( 1 H, 
dd, J = 8. 7, 2. 7Hz), 8. 09 ( 1 H, d, J = 2. 4Hz), 10. 
0 3 (1H, s), 12. 3 7 (1H, s). 
094 2 9 : te<^#-£-4 2 9 ©<fb<£*4fe©S4a6 

M^L-C, 5-^aPt!J« ^3- ( b y 7;Vtn^ h^vO T~y 
i&sp : 4 1 . 4 % 

1 H — NMR (CDClj): 5 7. 0 0 (1H, d, J = 9. 0Hz), 7. 0 
9 (1H, d, J = 7. 5Hz), 7. 4 0-7. 4 8 ( 3 H, m), 7. 51 (1 
H, d, J = 2. 4Hz), 7. 64 ( 1 H, s), 7. 94 ( 1 H, s), 11. 
6 6 ( 1 H, s ). 

M4 3 0 : 4k&mm-%4 3 0 <^1^#><D$!Jjt 

MiUt, RV2 -^^^7 = !l VfelV^t^ 1 6 

IRS*S : 9 3 . 3 % 

'H-NMR (CDC 1 3 ) *• 5 4. 0 8 ( 2 H, s), 6. 56 (1H, d, J 
= 2. 5Hz), 6. 92 (1H, d, J = 8. 8Hz), 7. 2 0-7. 4 6 (9 
H, m), 7. 53 (1H, brs), 7. 85 ( 1 H, d, J = 8. 0Hz), 1 
2. 0 1 (1 H, brs). 
M4 3 1 : ^4fc##4 3 1 <Dtt&m<DW& 

WMb\,X, 5 - ^ n n U &T^4- (hy7;vtn^ h^) T~y 

flZ^S : 2 0 . . 4 % 

X H— NMR (DM S O- d 6 ) : 6 7. 03 (1 H, d, J = 9. 3Hz), 7. 
39 (2H, d, J = 9. OHz), 7. 48 ( 1 H, dd, J = 9. 0, 2. 7 
Hz), 7. 83 (2H, d, J = 9. 3Hz), 7. 92 ( 1 H, d, J = 2. 

333 



WO 03/103647 



PCT/JP03/07129 



7Hz), 10. 54 (1H, s), 11. 78 ( 1 H, s). 

M4 3 2 : -ffrg*J|&##4 3 2 (D^m^W^. 

Mi LT, 5 - ^ n n 1MJ =fvlx^ ^U?2, 4-^^nn7=y ^^V^tfl 

i 6 tmm<Dm^n^\ mm^m^m^o 

l&m : 6 o . o % 

1 H — NMR (DMSO-d 6 ) : 5 7. 0 8 ( 1 H, d, J = 8. 7Hz), 7. 
4 8- 7. 5 4 (2H, m) , 7. 75 (1H, d, J = 2. 1Hz), 7. 98 
(1H, d, J = 2. 7Hz), 8. 44 ( 1 H, d, J=8. 7Hz), 10. 
93 (1H, s), 12. 31 (1H, s). 
M4 3 3 : <b-a-#/#-^4 3 3 (Dfc-&m<7)MM 

WMt LT, 5 - ^ n n 1MJ :fvix@| N ^t>M - (t e r t -^/v) T~V V£r 
: 69. 0 % 

! H-NMR (DMSO-d 6 ) = 5 1. 29 (9H, s), 7. 01 (1H, d, 
J = 8. 7Hz), 7. 39 (2H, d, J = 8. 4Hz), 7. 47 ( 1 H, d 
d, J=8. 7, 2. 7Hz), 7. 61 (2H, d, J=8. 4Hz), 7. 9 
9 (1H, d, J = 2. 4Hz), 10. 37 (1H, s), 11. 96 ( 1 H, 
s). 

M4 3 4 : 4 3 4 (Dik^^oWm. 

1 6 £[^tf>jft{£2rfrV\ *«M{bl^£#fc 0 
mzm ■ 7 9 . 5 % 

X H — NMR (DMSO-d 6 ) : S 2. 14 (3H, s), 2. 29 (3H, s), 
7. 03 (1H, d, J=9. 0Hz), 7. 06-7. 15 (2H, m), 7. 
46-7. 51 (2H, m), 8. 05 ( 1 H, d, J = 3. 0Hz), 10. 3 

2 (1H, s), 12. 2 8 (1H, s). 
M4 3 5 : ^#)#-§-4 3 5 (D^^XDM^: 
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i&m :80. 7 % 

1 H — NMR (DMSO-d 6 ) : 5 1. 98-2. 08 (2H % m), 2. 81 
-2. 89 (4H % m), 7. 01 (1H, d, J = 8. 8Hz), 7. 21 (1 
H, d, J = 8. 0, Hz), 7. 42 ( 1 H, dd, J = 8. 0, 1. 9Hz), 
7. 48 (1H, d d, J=8. 8, 2. 8Hz), 7. 60 ( 1 H, s), 7. 
99 (1H, d, J=2. 8, Hz), 10. 34 ( 1 H, s), 12. 00 (1 
H, b r s). 

09 4 3 6 : fba^##4 3 6 ©<fb#4fe©$43£ 

1 6 K«©tftf^SrfTV\ SW&fb«&4&«:#fc. 
JR^ : 3 7 . 1 % 

1 H — NMR (DMSO-d 6 ) : 6 2. 23 (3H, s), 2. 28 (3H, s), 
7. 03 (2H, d, J = 8. 7Hz), 7. 10 ( 1 H, s), 7. 49 ( 1 H, 
dd, J = 9. 0, 2. 7Hz), 7. 63 ( 1 H, d, J = 8. 1Hz), 8. 
03 (1H, d, J = 2. 4Hz), 10. 24 ( 1 H, s), 12. 25 ( 1 H, 
s). 

M4 3 7 : fc#%##4 3 7 ©fc#*b©i43£ 
|RS*S : 2 1 . 5 % 

1 H — NMR (CDC1 3 ) : 5 1. 36 (6H, d, J = 6. OHz), 4. 5 
2-4. 64 (1H, m), 6. 75 ( 1 H, ddd, J = 8. 4, 2. 4, 0. 
9Hz), 6. 99 (1H, d, J=8. 7Hz), 7. 03 ( 1 H, ddd, J 
= 8. 1, 2. 1, 0. 9Hz), 7. 25-7. 31 (3H, m), 7. 39 (l 
H, dd, J = 8. 7, 2. 4Hz), 7. 49 ( 1 H, d, J = 2. 4Hz), 

335 



WO 03/103647 



PCT/JP03/07129 



7. 8 1 (1 H, s ). 

14 3 8 : {b-g^#-^4 3 8 ©^-^(D$ffi 

1 6 tmmcDmft&fti<\ tis^#»<H#fc 0 

lUl^ : 1 0 . 3 % 

X H — NMR (DMSO-d 6 ) : 5 7. 05 (1 H, d, J = 8. 7Hz), 7. 
43 (1H, dd, J = 8. 7, 7. 8Hz), 7. 54 ( 1 H, dd, J = 9. 
0, 2. 7Hz), 7. 62 ( 1 H, d, J=8. 1Hz), 8. 05 ( 1 H, d, 
J = 2. 4Hz), 10. 52 (1H, s), 12. 01 ( 1 H, s). 

094 3 9 : {fra^#-5§-4 3 9 cD-fh^^jt 

i&sf£ : 7 6 . 8 % 

X H — NMR (DMSO-d 6 ) : 5 1. 26 (6H, d, J = 6. 3Hz), 4. 
5 2-4. 6 4 (1 H, m), 6. 93 ( 2 H, dt, J = 9. 0, 2. 1Hz), 
7. 46 (1H, dd, J = 9. 0, 2. 7Hz), 7. 58 ( 2 H, dt, J = 
9. 0, 2. 1Hz), 7. 99 ( 1 H, d, J = 3. OHz), 10. 36 (l 
H, s ), 11. 8 3 ( I H, b r s ). 
M4 4 0 : ffc-S*##4 4 0 ©fl^4fe©jK3£ 

MtLT, yf;H, 3tt*4-:7n^— 2- (MJ7/l^to^ b 

Um : 5 9 . 2 % 

*H — NMR (CDC1 3 ) : 5 7. 01 (1H, d, J = 9. 3 Hz), 7. 4 
2-7. 52 (4H, m), 8. 23 (1H, s), 8. 31 ( 1 H, d, J = 9. 
3Hz), 11. 35 (1H, s). 
14 4 1 : 4 4 1 (D^^KDMM 
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J&sf* : 7 7 . 6 % 

1 H — NMR (CDC 1 3 ) : 5 0. 89 (3H, t, J = 6. 9Hz), 1. 2 
7-1. 36 (6H, m), 1. 5 6- 1. 6 4 (2H, m) , 2. 61 ( 2 H, 
t, J = 7. 8Hz), 6. 99 (1H, d, J = 9. OHz), 7. 21 (2H, 
d, J=8. 7Hz), 7. 39 (1H, dd, J = 9. 0, 2. 7Hz), 7. 
4 4- 7. 4 9 (3H, m), 7. 80 (1H, s), 11. 96 ( 1 H, s). 
094 4 2 : ffrg^#-5§- 4 4 2 (Dih^m^Uit 

: 8 8 . 3 % 

1 H— NMR (CDC1 3 ) : 5 2. 38 (3H, s), 6. 98 (1H, d, J 
= 8. 8Hz), 7. 03 (1H, d, J=7. 4Hz), 7. 2 5-7. 4 0 (4 

H, m), 7. 48 (1H, d, J = 2. 2Hz), 7. 83 (1H, brs), 1 

I. 92 (1H, brs). 

M4 4 3 : ffc£-*b##4 4 3 <Dft&m<DW&k 

Ml 6 fcPIfilwSfef^SrffVV aHH^flfeSr^feo 
Jfc^ : 9 0 . 6 % 

X H — NMR (CD C 1 3 ) : 5 1. 15-1. 47 ( 5 H, m), 1. 56-1. 
87 (5H, m), 2. 4 0-2. 5 3 (2H, m) , 7. 01 ( 1 H, d, J = 
8. 8Hz), 7. 21 (2H, d, J = 8. 5Hz), 7. 47 (1H, dd, 
J = 8. 8, 2. 7Hz), 7. 60 ( 2 H, d, J = 8. 5H), 8. 00 (1 
H, d, J = 2. 7Hz), 10. 36 ( 1 H, s), 11. 98 (1H, brs). 
M4 4 4 : ft^4fe##4 4 4 C0^^©©5t 

LT, — <y^7^ !J y^V^Ti 1 6 
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: 9 0 . 3 % 

1 H-NMR (DMSO-d 6 ) : 6 3. 9 3 (2H, s), 7. 01 (1H, d, 
J = 9. 0Hz), 7. 16-7. 32 ( 7 H, m) , 7. 57 ( 1 H, dd, J 
= 9. 0, 2. 7Hz), 7. 61 (2H, d, J =8. 4 Hz), 7. 96 (1 
H, d, J = 2. 4Hz), 10. 37 ( 1 H, s). 

M4 4 5 : flS-£-*&##4 4 5 ©ffrS-fcxaSBS 

H^fcLt, ^2-7^7-4, 5-^h^>-^ 

y ^ h y /V&JEV^M 16i H«S©tftfls&fTV\ 9Mfc&tot:ft1t„ 
=52. 8 % 

1 H-NMR (DM S O- d 6 ) = 5 3. 81 (3 H, s), 3. 86 (3 H, s), 
7. 08 (1H, d, J = 8. 7Hz), 7. 40 ( 1 H, s.), 7. 52 ( 1 H, 
d d, J=8. 7, 2. 7Hz), 7. 89 ( 1 H, s), 7. 99 ( 1 H, d, 
J=3. 0Hz), 10. 93 (1H, s), 12. 31 ( 1 H, s). 

M4 4 6 : 4 4 6 ©ffr£4&©§tt36 

lifsftL^ 5-^nnfUf;H, W6-7^y-l, 4 — S?*-^ 
: 7 9 . 7 % 

1 H-NMR (DMSO-d 6 ) : 5 4. 2 5 (4H, s), 6. 86 (1H, d, 
J=8. 8Hz), 7. 00 (1H, d, J = 8. 8Hz), 7. 12 ( 1 H, d 
d, J = 8. 8, 2. 5Hz), 7. 33 ( 1 H, d, J = 2. 5Hz), 7. 4 
6 (1H, dd, J = 8. 8, 2. 5Hz), 7. 97 (1H, d, J = 2. 5H 
z), 10. 27 (1H, s), 11. 96 (1H, s). 
M4 4 7 : fl^4fe##4 4 7 ©^^»M3t 

Jm^l-^UT, ^2, 4-v ? ^nn-5- (-T y^n t° 

^tf-df-V) 7=!l^ffiV^l 6 ^^©tftf^Sr^TVV ^®^^«r#7c„ 
iR* : 7 6 . 1 % 

1 H-NMR (DMS O-d 6 ) : 6 1. 35 (6H, d, J = 6 . 0Hz), 4. 
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5 8 -4. 6 6 (1 H, m), 7. 07 ( 1 H, d, J = 9. 0Hz), 7. 51 
(1H, dd, J = 8. 7, 3. OHz), 7. 68 ( 1 H, s), 7. 98 (l 
H, d, J = 3. OHz), 8. 35 (1H, s), 10. 94 ( 1 H, s), 12. 
3 4 (1 H, s). 

M4 4 8 : <ffr8^#-*§-4 4 8 (Di^^}(DW^ 
: 5 7 . 9 % 

X H — NMR (DMSO-d 6 ) = 6 7. 04 (1 H, d, J = 9. OHz), 7. 
48 (1H, dd, J=8. 7, 2. 7Hz), 7. 78 (1H, d, J=2. 7 
Hz), 7. 82 (1H, dd, J = 9. 0, 2. 1Hz), 7. 97 ( 1 H, d, 
J = 8. 7Hz), 8. 19 (1H, d, J=2. 1Hz), 10. 79 ( 1 H, 
s), 11. 38 (1H, s). 
M4 4 9 : -fb^#/#-^-4 4 9 (0\^^<DW^. 

ra-tbT, 5-^opf Uf^t, ^3-^no-4- OP^/l^n^h 
: 5 0 . 6 % 

1 H — NMR (DMS 0-d 6 ):5 7. 03 (1 H, d, J = 8. 7Hz), 7. 
48 (1H, dd, J=8. 7, 2. 7Hz), 7. 60 ( 1 H, dd, J = 9. 
0, 1. 5Hz), 7. 76 (1H, dd, J = 9. 0, 2. 4Hz), 7. 85 
(1H, d, J=3. OHz), 8. 13 (1H, d, J = 2. 4Hz), 10. 
61 (1H, s), 11. 51 (1H, s). 
M4 5 0 : 4h^#-8-4 5 0 (D\\y&m<DWefk 

MtLt, 5-^nof yf;^, W4 -7 ^ / - 3 - ^ f h U 

/I^fflV^TMl 6 ^HW^fl^TV^, HM^^^#fc 0 
: 8 0 . 6 % 

1 H — NMR (DMSO-d 6 ) =6 2. 3 6 (3 H, s), 7.06 (1H, d, 
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J = 8. 7Hz), 7. 49 (1H, dd, J = 8. 7, 2. 4Hz), 7. 71 
(1H, dd, J = 8. 4, 1. 8Hz), 7. 77 ( 1 H, s), 7. 95 (1 

H, d, J = 3. OHz), 8. 40 (1H, d, J=8. 4Hz), 10. 76 
(1H, s), 12. 31 (1H, brs). 

M4 5 1 : flS#4fe#-3-4 5 1 ©ft#*U©*3fi 

1 6 fclSlfilOlftf^^ffVV «JB^t:^*Sr#fc. 
IR^S =37. 1 % 

X H — NMR (DMSO-d 6 ) : 5 7. 08 (1 H, d, J = 9. OHz), 7. 
4 0- 7. 4 8 (2H, m), 7. 52 ( 1 H, dd, J = 9. 0, 2. 7Hz), 

7. 98 (1H, d, J=2. 7Hz), 8. 40 ( 1 H, dd, 3 = 7. 2, 2. 
4Hz), 11. 00 (1H, s), 12. 32 ( 1 H, s). 

094 5 2 : {h^-%#-^4 5 2 (D\\&m<DW& 

: 6 7 . 3 % 

1 H — NMR (DMSO-d 6 ) : 6 7. 08 (1 H, d, J = 8. 7Hz), 7. 
20 (1H, t d, J=8. 1, 1. 8Hz), 7. 40 ( 1 H, td, J = 8. 
4, 1. 8Hz), 7. 52 (1H, dd, J = 8. 7, 2. 7Hz), 7. 57 
(1H, dd, J = 8. 4, 1. 8Hz), 8. 00 ( 1 H, d, 3 = 2. 7Hz), 

8. 40 (1H, dd, J = 8. 4, 1. 8Hz), 10. 89 ( 1 H, s), 1 
2. 2 7 (1 H, s ). 

$14 5 3 : 4"bl^3#-§-4 5 3 <Dfi&Qo<DW& 

mWbVX, RT$4 -yf y 7°n t°/V- 3 V 

J&^s : 2 1 . 6 % 

: H-NMR (CDC1 3 ): 5 1. 23 (6H, d, J = 6. 9Hz), 2. 3 
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6 (3H, s), 3. 12 (1H, m), 6. 89 ( 1 H, d, J = 9. 0Hz), 
7. 15-7. 40 (5H, m), 7. 48 ( 1 H, d, J = 2. 1Hz), 7. 
8 3 ( 1 H, b r s ). 

M4 5 4 : \Y&mm5=r 4 5 4 ©<ffr£*4fc©2SH3S 

JjjC^UT, &t^2-T^/-5- [(1, 1-v^^vV) 

: 2 4 . 9 % 

1 H — NMR (CDC1 3 ) : S 0. 69 (3H, t, J=7. 5Hz), 1. 2 
8 (6H, s), 1. 63 (2H, q, J=7. 5Hz), 6. 98 ( 1 H, d, 
J = 8. 7Hz), 7. 01 (1H, d, J=9. OHz), 7. 06 ( 1 H, s), 
7. 15 (1H, dd, =8. 4, 2. 4Hz), 7. 35 ( 1 H, d, J = 2. 
1Hz), 7. 42 (IH, d d, J=8. 7, 2. 4Hz), 7. 56 ( 1 H, 
d, J = 2. 4Hz), 8. 26 (1H, s), 11. 44 ( 1 H, s). 
M4 5 5 : \Y&mm% 4 5 5 ©te#tt©3K3S 

: 6 4 . 7 % 

1 H — NMR (DMS O-d 6 ) : S 2. 28 (3 H, s), 7. 05 ( 1 H, d, 
J = 8. 7Hz), 7. 13 (1H, td, J = 7. 5, 1. 5Hz), 7. 22 
-7. 30 (2H, m), 7. 50 ( 1 H, dd, J = 9. 0, 2. 7Hz), 7. 
83 (1H, d, J = 7. 8Hz), 8. 03 ( 1 H, d, J = 3. OHz), 1 
0. 32 (1H, s), 12. 22 ( 1 H, s). 
14 5 6 : ^#»#-^-4 5 6 CO^^CO^jS 

: 8 2 . 1 % 

X H — NMR (DMS O-d 6 ) : 6 0. 90 (3H, t, J = 7 . 2Hz), 1. 
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24-1. 36 (2H, m), 1. 5 0- 1. 6 0 (2H, m), 2. 56 ( 2 H, 
t, J = 7. 2Hz), 7. 01 (1H, d, J = 8. 7Hz), 7. 19 ( 2 H, 
d, J = 8. 7Hz), 7. 47 (1H, dd, J=8. 7, 2. 4Hz), J. 
59 (2H, d, J=8. 4Hz), 7. 98 ( 1 H, d, J = 2. 7Hz), 1 
0. 36 (1H, s), 11. 94 (1H, s). 
M4 5 7 : {h^#3#-^-4 5 7 <D{fc^|£l<7)g!i3t 



: 1 2 . 7 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 09 (1 H, d, J = 8. 7 Hz), 7. 
52 (1H, d, J = 8. 1Hz), 7. 53 ( 1 H, dd, J = 9. 0, 3. 0 
Hz), 7. 76 (1H, t, J = 8. 7Hz), 7. 95 ( 1 H, d, J = 3. 
0Hz), 8. 34 (1H, d, J = 8. 4Hz), 11. 17 ( 1 H, s), 12. 
3 9 (1 H, s ). 

M4 5 8 : -fk-^#7#-5§-4 5 8 <D-fk^#Jtf)$yt 



i&SpS : 9 . 0 % 

1 H — NMR (CDC 1 3 ): 5 2. 48 (3H, s), 7. 01 (1H, d, J 
= 9. 0Hz), 7. 10 (1H, dd, J = 8. 0, 0. 9 H z ), 7. 44 (l 
H, d, J = 9. 0, 2. 4Hz), 7. 56 ( 1 H, d, J = 8. 1Hz), 7. 
62 (1H, d, J = 2. 4Hz), 8. 22 ( 1 H, s), 8. 54 (1H, b 
rs), 11. 25 (1H, brs). 
M4 5 9 : ^#J#-*§-4 5 9 C0^^O^3t 

mi 6 £ ii#<D^{i;>Mfv\ mmih^m^mt-o 

=26. 8 % 
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X H — NMR (DMSO-d 6 ) : 5 5. 11(2 H, s), 6. 99-7. 05 

(3H, m), 7. 3 3 -7. 4 9 (6H, m), 7. 60 (2H, d, J = 9. 
0Hz), 7. 99 (1H, d, J = 2. 7Hz), 10. 33 ( 1 H, s), 12. 
0 2 (1 H, s ). 

094 6 0 : fb-6*$f##4 6 0 <Di\&yo<DW&& 

^ [i, 3] ^y-;^ivNTMi e tmm<vm¥&tf\,\ mmfc&m&ft 

flW : 6 6 . 9 % 

X H-NMR (DMSO-d 6 ) : 5 7. 0 5 (1 H, d, J = 8.8Hz), 7. 
31-7. 32 (2H, m), 7. 51 ( 1 H, dd, J = 8. 8, 2. 8Hz), 
7. 70 (1H, dd, J = 5. 6, 3. 8Hz), 7. 96 ( 1 H, d, J = 2. 
8Hz), 10. 59 (1H, s), 12. 05 ( 1 H, brs). 
094 6 1 : ffrMb#-J§-4 6 1 <Dtt&m<DW& 

WMtLsX, 5-^nnf!)f;^ ^5-7^-2, 2, 3, 3-^h^ 

7/^n-2, ci, 4] v&^czs^&m^xmi 6 tmm. 

IDI^ : 6 7 . 9 % 

X H — NMR (CDC 1 3 ) : S 6. 99-7. 03 (2H, m), 7. 21-7. 
27 (2H, m), 7. 45 ( 1 H, dd, J = 8. 9, 2. 5Hz), 7. 52 
(1H, d, J = 2. 5Hz), 8. 13 (1H, s), 11. 44 ( 1 H, s). 

094 6 2 : ffra^#-5§-4 6 2 ©^^©jRjfi 

Mitt, 5-^nqfPf;V|, ^_ t j?3_^ nn _4_ ( ^ \J y /U^vt ^ 
fc„ 

Jfc^ : 5 2 . 3 % 

X H — NMR (DMSO-d 6 ) : 8 7. 03 (1 H, d, J = 8. 8Hz), 7. 
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47 (1H, d d, J=2. 9, 8. 8Hz), 7. 80 (1H, dd, J = 2. 

6. 8. 8Hz), 7. 82 ( 1 H, d, J = 2. 6Hz), 7. 88 ( 1 H, d, 
J=8. 8Hz), 8. 20 (1H, d, J = 2. 2Hz), 10. 70 (1H, 
s ), 11. 4 3 (1 H, s ). 

M4 6 3 : 4 6 3 ©ft;#*J©3KaS 

JRip : 6 8 . 4 % 

X H-NMR (DMSO-d 6 ) : 5 7. 0 7 (1 H, d, J-8. 8Hz), 7. 
52 (1H, d d, J = 2. 6, 8. 8Hz), 7. 8 5-7. 8 9 ( 1 H, m) , 

7. 93 (1H, d, J = 2. 6Hz), 8. 17 (1H, d, J=2. 9Hz), 

8. 67 (1H, d, J = 9. 5Hz), 11. 92 (1H, s), 12. 14 (1 
H, s). 

M4 6 4 : 4 6 4 <Dfl^i^©M3t 

iS^UT^ Uf/^ 5 -T ^ y - 2 , 2-J?7^tn^V 

^ [1, 3] my^iV^TMl 6 ^i©»|rV\ tTO^^»^r# 
fc. 

flZ^ : 7 5. 8 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 0 2 (1H, d, J = 8. 8Hz), 7. 
4 2- 7. 4 3 (2H, m), 7. 48 ( 1 H, dd, J = 8. 8, 2. 5Hz), 
7. 90 (1H, d, J = 2. 5Hz), 10. 54 ( 1 H, s), 11. 69 (1 
H, s). 

094 6 5 : fkl^#-5§-4 6 5 ©fls£-*b©2K3S 
4X4* : 6 6 . 4 % 

1 H — NMR (CDC 1 3 ):6 3. 9 9 ( 2 H, s), 6. 97 ( 1 H, d, J 
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= 9. 1Hz), 7. 06 (1H, d, J = 7. 4Hz), 7. 18-7. 48 (8 
H, m), 7. 37 (1H, dd, J = 9. 1, 2. 5Hz), 7. 45 ( 1 H, 
d, J = 2. 5Hz), 7. 80 (1H, brs), 11. 88 (1H, s). 
M4 6 6 : fc&mm-&4 6 6 ©^*©3tt3t 

flj^ : 4 0 . 9 % 

X H-NMR (DMSO-d 6 ): 8 2. 3 3 (3H, s), 7. 05 ( 1 H, d, 
J = 8. 8Hz), 7. 25 (1H, dd, J = l. 8, 8. 8Hz), 7. 33 
(1H, d, J=l. 8Hz), 7. 49 (1H, dd, J = 2. 9, 8. 8Hz), 
7. 97-8. 00 (2H, m), 10. 37 (1H, s), 12. 15 ( 1 H, s). 

M4 6 7 : ft^#5#-^-4 6 7©fM©HI 

Mi Lt, 1^2, 3, 5 — h P 7;Vtn7 = U 

JRS* : 5 4 . 2 % 

'H-NMR (DMSO-d 6 ): 5 7. 0 6 ( 1 H, d, J = 8. 8Hz), 7. 
2 8-7. 3 7 (1 H, m), 7. 51 ( 1 H, dd, J = 2. 6, 8. 8Hz), 
7. 92 (1H, d, J = 2. 6Hz), 7. 9 8-8. 0 4 ( 1 H, m), 10. 
9 3 (1 H, s ), 12. 2 7 (1H, b r . s) 
M4 6 8 : ft ^##4 6 8 Oft-^%G9®Bg 

-5£JEVvcMl 6 fc|Rl«©tftf^%fTV\ fJIJ®ftl^3:#fc 0 
SUm ■ 4 5 . 1 % 

'H-NMR (CDC 1 3 ) : 5 3. 7 4-3. 7 7 (8H, m), 3. 90-3. 
92 (4H, m), 4. 10-4. 15 (4H, m), 6. 83 (1H, d, J = 8. 
5Hz), 6. 96-6. 99 ( 2 H, m), 7. 24 (1H, d, J=2. 5 Hz), 
7. 36 (1H, dd, J=2. 5, 8. 8Hz), 7. 53 ( 1 H, s), 8. 
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0 6 (1H, b r. s), 11. 9 2 ( 1 H, s). 

M4 6 9 : 4k&!%om-%- 4 6 9 <Dfc&QtKDW& 

m>®?tVX s Uf;^ W4-/n^-2-7;^P7=!J 

^ : 45. 1 % 

X H-NMR (DMSO-d 6 ) : 5 7. 05 (1 H, d, J=8. 8Hz), 7. 

4 3-7. 5 3 (2H, m), 7. 64-7. 71 ( 1 H, m), 7. 94 ( 1 H, 
d, J = l. 5Hz), 8. 20 (1H, dd, J = 8. 4, 8. 8Hz), 10. 
7 0 (1H, s), 12. 16 (1H, s). 

M4 7 0 : fc-a^#-S§-4 7 0©fb^*©3K3t 

JjX^ : 7 . 2 % 

lH -™ (CDC 1 3 ) : 5 3 . 1 3 ( 3 H, s ), 3 . 2 1 ( 3 H, s ) , 
7. 04 (1H, d, J = 8. 9Hz), 7. 48 ( 1 H, dd, J = 2. 2, 8. 
9Hz), 7. 62 (1H, d, J = 2. 2Hz), 8. 24 ( 1 H, dd, J = 
2. 4, 9. OHz), 8. 56 ( 1 H, d, J=2. 4Hz), 8. 91 ( 1 H, 
d, J = 8. 9Hz), 10. 96 ( 1 H, s), 11. 57 ( 1 H, s). 

M4 7 1 : it&m^r^A 7 1 (Di^m<Dm^ 

5 - ? o a f - y ^Sfc (87mg, 0. 5 mm o 1 K 2, 2-tfX (3-7^ 
-4-^^7x^-1, 1, l, 3, 3, Z-^^-7j>Vi>rn-7xi^l/ (3 
63mg, lmmol), HSftDy (4 4//L, 0. 5 mm o 1 h h/l^V(4 

mD ^m-^#j^4^^tif^^ufc 0 ^^#i^^m*T^*p^, ^y#^ 

Y^f^y^— (n-— 5:1) -^fjtSbT, 
ilMoS^ ( 1 6 m g , 4 . 9 %) 3r#fc„ 5 2 9, 

-^-5 2 9 (Di^m^W\^mt LT#7h 0 ) 

1 H — NMR (DMSO-d 6 ): 6 2. 3 4 ( 6 H, s), 7. 04 (4H, d, 
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J = 8. 8Hz), 7. 39 (2H, d, J=8. 4Hz), 7. 48 ( 2 H, d 
d, J = 2. 9, 8. 8Hz), 7. 96 ( 2 H, d, J = 2. 9Hz), 8. 1 
9 (2H, s), 10. 44 (2H, s), 12. 17 (2H, s). 
094 7 2 : <m^?#-*§-4 7 2 ©ft;<e*4fe©JJlat 

JlOfsf^LT, 5 not!) ^vHk -75 7 - 2, 2, 3, 3-^h9 

^/V^-n-2, 3-^tKo^/ [1, 4] ^t^^iV^il 6t^i 

Jfc*5 : 1 0 . 1 % 

X H — NMR (DM SO— d 6 ) : 5 7. 03 (1 H, d, J = 8. 8H z ), 7. 
48 (1H, dd, J = 9. 0, 2. 7Hz), 7. 50 ( 1 H, d, J = 9. 0 
Hz), 7. 59 (1H, dd, J=8. 8, 2. 2Hz), 7. 86 ( 1 H, d, 
J = 2. 7Hz), 7. 92 (1H, d, J = 2. 2Hz), 10. 59 (1H, 
s), 11. 55 (1H, s). 
M4 7 3 : ft^$I##4 7 3 <ZM^#?<D§Kt 

MS^bT, 5 o of!) ^v>gfe % M2-7^;-5-^pp^/7i/ 
j&Sfs :27. 6 % 

1 H — NMR (DMSO-d 6 ) : 5 6. 96 (1 H, d, J = 8. 7Hz), 7. 
43 (1H, dd, J=8. 7, 3. 0Hz), 7. 4 9- 7. 5 6 (3H, m), 
7. 64-7. 75 (5H, m), 8. 21 (1H, d, J = 9. 3 Hz), 11. 
2 1 (1H, s), 11. 8 3 (1 H, s). 

M4 7 4 : 4 7 4 ©ft;-^ 

j&sp : 7 7 . 1 % 

1 H — NMR (DMSO-d 6 ) : 6 7. 07 (1 H, d, J = 9. 0Hz), 7. 
31-7. 38 (1H, m), 7. 51 ( 1 H, d d, J = 9. 0, 3. 0Hz), 
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7. 72 (1H, d, J = 8. 1, 3. 0Hz), 8. 00 ( 1 H, d, J = 3. 
0Hz), 8. 23 (1H, dd, J = 9. 3, 5. 4Hz), 10. 70 ( 1 H, 
s ), 12. 2 4 (1 H, s ). 

094 7 5 : it&mm-Hr* 7 5 ©ftl#*b©»3£ 

Ml 6 fc|PI«©jftf^Srfi 1 V\ «JHfc#4fc«:#fco 
jfc^i : 7 4 . 8 % 

1 H— NMR (DM S O — d 6 ) : S 0. 88 (3 H, t, J = 6. 6 H z ), 1. 
2 8 - 1. 4 6 (6H, m), 2. 4 9-2. 5 2 ( 2 H, m), 3. 95 (2H, 
t, J = 6. 6Hz), 6. 91-6. 96 ( 2 H, m), 7. 00 ( 1 H, d, 
J = 8. 8Hz), 7. 46 (1H, dd, J = 8. 8, 2. 9Hz), 7. 55 
-7. 61 (2H, m), 8. 00 (1H, d, J=2. 9Hz), 10. 31 (1 
H, s), 12. 0 3 (1H, s). 
054 7 6 : ffc#4fe##4 7 6 ©fc#*©JK3S 

M^b-C, B-^oofPf/m, &t)<2, 2-1?* (3 -T^y ^m^/V) 
-1, 1, 1, 3, 3, 3 -^^rf 7;^n /p/^y ^V^Ti 1 6 i: HI©I 

J&J^ : 6 4 . 5 % 

1 H— NMR (DMSO-d 6 ) : 5 6. 9 9 (2H, d, J-8. 8Hz), 7. 
11 (2H, d, J = 8. 0Hz), 7. 45 ( 2 H, dd, J=8. 8, 2. 6 
Hz), 7. 50 (2H, t, J = 8. 4Hz), 7. 86 ( 2 H, d, J = 2, 
6Hz), 7. 88-7. 91 (4H, m) , 10. 53 (2H, s), 11. 56 
(2H, s). 
M4 7 7 : fl^$l##4 7 7 ©^#?G9§Kt 

LT\ 5 n niMJ ^vl^ £.1*2, 4, 5 - hp ^ n nT~ U V&JE 

JR2£ : 3 8 . 9 % 



348 



WO 03/103647 



PCT/JP03/07129 



X H — NMR (CDC 1 3 ) : 8 7. 02 (1H, d, J = 8. 6Hz), 7. 4 
6 (1H, d, J = 8. 6Hz), 7. 49 ( 1 H, s), 7. 57 ( 1 H, s), 
8. 41 (1H, br. s), 8. 63 ( 1 H, s), 11. 42 (1H, s). 
M4 7 8 : ik&mm-%-4 7 8 (Dfc&m<DMi£ 

*W : 5 5 . 3 % 

X H — NMR (DMSO-d 6 ) : 8 1. 22 (6H, d, 6. 9Hz), 2. 7 
6-2. 94 (1H, m), 7. 01 (1H, d, J = 8. 6Hz), 7. 04 (1 
H, d, J = 7. 9Hz), 7. 29 ( 1 H, t, J = 7. 9Hz), 7. 47 (1 
H, dd, J = 8. 6, 2. 6Hz), 7. 54 ( 1 H, d, J = 7. 9Hz), 
7. 57 (1H, s), 7. 98 (1H, d, J = 2. 6Hz), 10. 37 (1 
H, s), 11. 90 (1H, brs). 
M4 7 9 : ^^#-^-4 7 9C0^^©M^ 

: 4 5 . 6 % 

X H-NMR (DMSO-d 6 ) : 5 7.03 (1 H, d, J = 8. 6Hz), 7. 
47 (1H, dd, J = 8. 6, 2. 6Hz), 7. 83 ( 1 H, d, J = 2. 6 
Hz), 7. 84 (2H, d, J = 8. 9Hz), 7. 92 (2H, d, J = 8. 
9Hz), 10. 71 (1H, s), 11. 59 ( 1 H, brs). 
M4 8 0 : ^-a^#-5§-4 8 0 (Dih^m^M^ 



M : 97. 1 % 

1 H — NMR (DMSO-d 6 ) : 8 7.03 (1 H, d, J = 8. 7Hz), 7. 
48 (1H, dd, J = 9. 0, 2. 7Hz), 7. 5 6- 7. 6 3 (2H, m), 
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7. 88 (1H, d, J = 2. 7Hz), 7. 9 5 - 8. 02 ( 1 H, m) , 8. 
20-8. 21 (1H, m), 10. 62 ( 1 H, s), 11. 57 ( 1 H, s). 
#!14 8 1 : fl^#!#-*§-4 8 1 <D\^m(OW& 

imWt U-C. 5-^nnfyf^t> SX*3, 4 - h P ^Sr^T 
Ml 6 ^^©ifef^^vv ^M-fb^^S:#^o 
IR^ : 73. 3 % 

1 H — NMR (DMSO-d 6 ) : 5 3. 7 5 (3H, s), 3.76(3H, s), 

6. 95 (1H, d, J = 8. 7Hz), 7. 01 ( 1 H, d, J = 9. OHz), 

7. 24 (1H, dd, J = 8. 7, 2. 7Hz), 7. 38 ( 1 H, d, J = 2. 
1Hz), 7. 47 (1H, dd, J = 8. 7, 2. 7Hz), 8. 00 ( 1 H, 
d, J = 2. 4Hz), 10. 30 (1H, s), 12. 01 ( 1 H, s). 
M4 8 2 : flS-^#-J§- 4 8 2 <D\^*fo<DWik 

JR^ :66. 1 % 

1 H — NMR (DMSO-d 6 ) : 6 1. 19 (3H, t, J = 7. BHz), 3. 
64 (2H, s), 4. 08 ( 2 H, q, J = 7. 2Hz), 7. 01 (1H, d, 
J=8. 7Hz), 7. 26 (2H, d, J = 8. 7Hz), 7. 47 ( 1 H, d 
d, J=8. 7, 3. OHz), 7. 64 ( 1 H, d, J = 8. 4Hz), 7. 9 
6 (1H, d, J = 2. 4Hz), 10. 40 (1H, s), 11. 87 (1H, 
s). 

0114 8 3 : -fb-£H&l##4 8 3 (Dfc-n^^SSs 

JFJf^UT, 5-^pf!IfM> W3- [(hP7;ktn^f-;v) ^fvy r 
iR^S : 6 7 . 1 % 

1 H— NMR (CDC1 3 ): 5 7. 01 (1H, d, J = 8. 9 Hz), 7. 4 
2 (1H, dd, J = 8. 9, 2. 3Hz), 7. 4 7- 7. 5 3 (2H, m) , 
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7. 51 (1H, d, 1 = 2. 3Hz), 7. 76 ( 1 H, dt, J = 7. 6Hz, 
2. OHz), 7. 88 (1H, brs), 7. 92 (1H, s), 11. 64 (1 
H, s). 

00 4 8 4 : >f t^fe#-£- 4 8 4 (Dih^^i^Wm. 
I&sp : 6 3 . 2 % 

X H-NMR (CDC1 3 ): 5 7. 01 (1H, d, J = 8. 9Hz), 7. 4 
3 (1H, dd, J=8. 9, 2. 3Hz), 7. 50 (1H, d, J = 2. 3H 
z), 7. 70 (4H, s), 7. 90 (1H, brs), 11. 60 (1H, s). 
^4 8 5 : f 4 8 5©M©S5g 

jfOfsfi: Lt, Uf/^ ^4- (h y fyKA'ft— M 

T~y ^Sr^v^T^ill 6 £|^<£>iSsfls£:*TV\ tRjHffr^tt 
: 38. 7 % 

1 H — NMR (DMSO-d 6 ) : 6 7. 04 (1 H, d, J = 8. 6Hz), 7. 
49 (1H, dd, J = 8. 6, 2. 6Hz), 7. 80 (1H, d, J = 2. 6 
Hz), 8. 12 (2H, d, J = 9. 4Hz), 8. 17 (2H, d, J = 9. 
4Hz), 8. 16 (1H, s), 10. 95 (1H, s), 11. 37 ( 1 H, b 
r s ) . 

8 6 : {^^#-^4 8 6 (D\Y&tyis<oW&. 

Ml e tmffii<n$kft&ff^\ «»ffr£W*r#fco 
i|Jl§pi :75. 4 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 02 (1 H, d, J = 8. 9Hz), 7. 
39-7. 51 (3H, m), 7. 85-7. 93 ( 2 H, m) , 10. 51, (1 H, 
s), 11. 6 0 (1 H, s). 
$14 8 7 : f 4 8 7 (DW^m^Wc^. 
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DP!** £ LT, 5 - ^ n ta iMJ ^-/Hfe N ^3-xf=:;V7=y^^V^l 6 
IR* : 3 5 . 8 % 

X H-NMR (DMSO-d 6 ): fi 4. 2 2 ( 1 H, s), 7. 02 ( 1 H, d, 
J = 8. 6Hz), 7. 25 (1H, d, J = 7. 6Hz), 7. 39 ( 1 H, t, 
J = 7. 6Hz), 7. 47 (1H, dd, J = 8. 6, 2. 6Hz), 7. 70 
(1H, d, J = 7. 6Hz), 7. 89 ( 1 H, s), 7. 91 (1H, d, J 
= 2. 6Hz), 10. 46 (1H, s), 11. 69 ( 1 H, brs). 
09 4 8 8 : f 4 8 8 ©fb-&*&©3tt3fi 

J^WtbT, 5-^Bf!)« S.U?4- (sec-^/P) T^r^ffl 
V^Ml 6fc]^«©Jftfts«:?Tl^ fll&fbMy£:#7b 0 
jfcsfi : 4 0 . 1 % 

1 H — NMR (DMSO-d 6 ): 5 0. 7 7 (3H, t, 7. 4Hz), 1. 1 
9 (3H, d, 6. 9Hz), 1. 50-1. 61 ( 2 H, m) , 2. 52-2. 
62 (1H, m), 7. 01 (1H, d, J = 8. 9Hz), 7. 20 ( 2 H, d, 
J = 8. 6Hz), 7. 47 (1H, dd, J = 8. 9, 2. 6Hz), 7. 60 
(2H, d, J = 8. 6Hz), 7. 98 ( 1 H, d, J = 2. 6Hz), 10. 
36 (1H, s), 11. 94 (1H, brs). 
$14 8 9 : 4 8 9 

J^S-i:b-C N 5-^PPf!)f/^ ^^3 n n-4 -t< bW^yy^r 
HfZm : 7 5 . 7 % 

X H~ NMR (CDC1 3 ) : 8 6. 98 (2H, t, J = 9. 2H z), 7. 3 
8-7. 44 (2H, m), 7. 47 ( 1 H, d, 3 = 2. 6Hz), 7. 66 (1 
H, d, 3 = 2. 6Hz), 7. 73 ( 1 H, b r . s), 11. 81 (1H, s). 
094 9 0 •• f^#I#-^4 9 §<D\\&m<OW& 

352 



WO 03/103647 



PCT/JP03/07129 



1 6^^i©s^ffv\ mmtt&to&ftito 

: 3 4 . 3 % 

X H-NMR (DMS O- d 6 ) : 8 7. 02 (1 H, d, J = 8. 6Hz), 7. 
48 (1H, dd, J=9. 1, 2. 6Hz), 7. 5 2- 7. 6 2 (4H, m), 
7. 6 8 -7. 7 9 (3H, m), 7. 93 ( 1 H, d, J = 2. 6Hz), 8. 
02 (1H, d, J = 7. 9Hz), 8. 16 ( 1 H, s), 10. 60 ( 1 H, 
s), 11. 68 (1H, brs). 
M4 9 1 : ffrg^#-i§-4 9 1 <D4t&m<DWkl& 

WMtl^X, 5-^nnf!)f/H, Rt^3-^ h^r^T^D^SrffiV^l 6 
J&Sp : 2 3 . 5 % 

1 H — NMR (DMSO - d 6 ) : 6 3. 76 (3H, s), 6. 69-6. 75 
(1H, m), 7. 01 (1H, d, J = 8. 6Hz), 7. 2 5-7. 2 8 (2 
H, m), 7. 39 (1H, s), 7. 47 ( 1 H, dd, J = 8. 6, 2. 6H 
z), 7. 94 (1H, d, J = 2. 6Hz), 10. 39 (1H, s), 11. 8 
1 (1 H, brs). 

094 9 2 : ffrg-*b##4 9 2 ©fb-gM&©S&6 

Ml 6 fclnlfllOjftf^^V^ ^M'fb^^ffco 
iRs^ : 3 6 . 2 % 

1 H — NMR (DMS 0-d 6 ):5 2. 50 (3H, s), 7. 01 (1H, d, 
J = 8. 6Hz), 7. 47 (1H, dd, J = 8. 6, 2. 6Hz), 7. 57 
(2H, d, J=9. 1Hz), 7. 61 (2H, d, J = 9. 1Hz), 7. 9 
8 (1H, d, J = 2. 6Hz), 9. 95 ( 1 H, s), 10. 38 (1H, s), 
11. 99 (1H, brs). 
M4 9 3 : -fb#$J#-!§-4 9 3 (D\\&m<OW& 
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U^- : 25. 7 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 03 (1 H, d, J = 8. 9 Hz), 7. 
31 (2H, s), 7. 47 (1H, dd, J = 8 . 9, 2. 3Hz), 7. 81 
(2H, d, J = 8. 9Hz), 7. 89 (2H, d, J = 8. 9Hz), 7. 8 
9 (1H, d, J = 2. 3Hz), 10. 70 ( 1 H, s), 11. 55 ( 1 H, 
b r s ) . 

M4 9 4 : {frg*$J#-i§-4 9 4 <D\\L<§Sfo<DWfe. 

mm-t tt, 5 nofy ^V« N RXf2- (4-T ^ 7 ^—/V) -1,1, 
1, 3, 3, 3 -^f77Vtn - 2 - ^n/V -^^V^fl 1 6 i 

fls&frv\ «li^«b^#/to (^t5M4 9 8 N \Y&m^± 9 8<D{k&Voh 

(Du&m -teftm ur#fc 0 ) 

jfclfj : l l . 7 % 

1 H — NMR (DMSO-d 6 ) =5 7. 02 (1 H, d, J = 8. 6 Hz), 7. 
47 (1H, dd, J = 8. 6, 2. 6Hz), 7. 68 ( 2 H, d, J = 8. 7 
Hz), 7. 85 (2H, d, J = 8. 7Hz), 7. 91 ( 1 H, d, J = 2. 
6Hz), 8. 69 (1H, s), 10. 62 ( 1 H, s). 
M4 9 5 : fb^#J#-^4 9 5 <Dft&tfa<DWfe. 

WMtVX, W2-^pn-4-^h07^D>'?rffl 
: 3 9 . 6 % 

'H-NMR (CDC1 3 ): 5 7. 04 (1H, d, J = 8. 9Hz), 7. 4 
7 (1H, dd, J = 2. 3, 8. 9Hz), 7. 54 ( 1 H, d, J = 2. 3H 
z), 8. 25 (1H, dd, J = 2. 6, 8. 9Hz), 8. 39 ( 1 H, d, 
J = 2. 3Hz), 8. 73 (1H, d, J = 9. 2Hz), 8. 76 ( 1 H, b 
r . s), 11. 2 2 (1H, s). 
094 9 6 : 4 9 6 <Dik-&m<DM& 
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W.m : 6 7 . 8 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 05 (1 H, dd, J = l. 7, 8. 9 
Hz), 7. 15 (1H, dt, J = l. 7, 9. 2Hz), 7. 41 ( 1 H, d 
dd, J = 2. 3, 8. 9, 9. 2Hz), 7. 51 (1H, dt, J = 2. 3, 
8. 9Hz), 7. 98 (1H, d, J = 2. 3Hz), 8. 11 ( 1 H, dd, 
J = 8. 9, 15. 1Hz), 10. 59 ( 1 H, s), 12. 13 (1H, s). 
M4 9 7 : ^#I#-^4 9 7 <D^#?<7«it 

M^LT^ 5-^nnt!)« S.t^4- (i?7 Astir* * Y* 9 s) 7='JV 
Jfc^ : 8 5 . 9 % 

X H — NMR (DM SO- d 6 ) : 6 7. 01 (1H, d, J = 8. 6Hz), 7. 
19 (1H, t, J = 74. 2Hz), 7. 20 ( 2 H, d, J=8. 6Hz), 
7. 47 (1H, dd, J=8. 6, 2. 6Hz), 7. 74 ( 2 H, d, J = 8. 
9Hz), 7. 94 (1H, d, J = 2. 6Hz), 10. 47 ( 1 H, s), 11. 
8 0 (1 H, b r s ). 

094 9 8 : fl^*&##4 9 8 (Dty^m^WM 

W&\>1*M± 9 4K:*3V^, fl^#J##4 9 4WWt©Mfe^iL"C 

*W : 1 1 . 6 % 

X H — NMR (DMSO-d 6 ) : 5 7. 02 (1 H, d, J = 8. 6Hz), 7. 
46 (1H, dd, J = 8. 6, 2. 3Hz), 7. 83 (2H, d, J = 8. 1 
Hz), 7. 88 (1H, d, J = 2. 3Hz), 7. 95 (2H, d, J = 8. 
1H z), 10. 7 1 (1 H, s). 

M4 9 9 : <ffr£**&##4 9 9 ©^^©3R3t 
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: 6 7 . 2 % 

1 H — NMR (DMSO - d 6 ) : 5 2. 49 (3H, s), 7. 00-7. 05 
(1H, m), 7. 01 (1H, d, J = 8. 9Hz), 7. 31 (1H, t, J 
= 7. 9Hz), 7. 46 (1H, dd, J = 8. 9, 2. 6Hz), 7. 44- 
7. 49 (1H, m), 7. 68 (1H, d, J = l. 7Hz), 7. 93 (1H, 
d, J = 2. 6Hz), 10. 47 (1H, s). 
M 5 0 0 : ih^-^J^F-^- 5 0 0 <D\Y&$fa(DWc& 

-CM l 6 t m«©*f^SrfrV\ aWMb'&fcSrWfco 
JDlJ£ : 2 8 . 6 % 

1 H— NMR (DMSO-d 6 ): 6 3. 20 ( 3 H, s), 7. 03 ( 1 H, d, 
J = 8. 3Hz), 7. 48 (1H, dd, J = 8. 3, 2. 6Hz), 7. 87 
(1H, d, J = 2. 6Hz), 7. 92 (2H, d, J = 8. 9Hz), 7. 9 
8 (2H, d, J = 8. 9Hz), 10. 75 ( 1 H, s), 11. 45 ( 1 H, 
b r s ) . 

M 5 0 1 : ft&mm-& 5 0 1 <D\Y&m<DW& 
i&spL : 8 . 7 % 

X H — NMR (CDC 1 3 ) • 5 2. 50 (3H, s), 6. 98 (1H, d, J 
= 8. 3Hz), 6. 99 (1H, d, J = 7. 3Hz), 7. 39 (1H, dd, 
J = 2. 0, 8. 6Hz), 7. 4 8-7. 6 4 (4H, m) , 7. 72 ( 2 H, d, 
J = 7. 6Hz), 7. 83 (1H, d, J = 2. 3Hz), 8. 57 ( 1 H, s), 
12. 18 (1H, s), 12. 34 (1H, br. s). 
m 5 0 2 : 5 0 2 (Di\^^}(DmM 
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: 4 6 . 7 % 

1 H-NMR (DMSO-d 6 ) : 8 0. 80 (3H, t, J = 7 . 3Hz), 1. 
17-1. 41 (4H, m), 2. 7 3-2. 8 0 ( 2 H, m), 7. 03 (1H, 
d, J = 8. 9Hz), 7. 48 ( 1 H, dd, J = 8. 9, 2. 0Hz), 7. 
5 3- 7. 6 4 (2H, m), 7. 8 7- 7. 9 2 ( 1 H, m), 7. 92 ( 1 H, 
d, J = 2. OHz), 8. 27 (1H, s), 10. 62 ( 1 H, s), 11. 6 
3 (1 H, s ). 

M5 0 3 : ^#/#-^-5 0 3 ®^#)(D^5t 
: 6 8 . 5 % 

1 H-NMR (DMSO-d 6 ): 5 5. 11 ( 2 H, s), 6. 79-6. 83 
(1H, m), 7. 01 (1H, d, J = 8. 9Hz), 7. 2 7- 7. 4 9 (9 
H, m), 7. 93 (1H, d, J=3. OHz), 10. 40 ( 1 H, s), 11. 
7 9 ( 1 H, b r s ). 

m 5 0 4 : >fbl^#>#-5§- 5 0 4 ©fc-&4fe©»3ft 

J^^ir UT, 5-^nnt!)f^t, (4-7?y7x-;V) -4— 

j&Sfs : 4 0 . 6 % 

1 H-NMR (DMSO-d 6 ): 8 2. 33 (3H, s), 6. 99 ( 1 H, d, 
J=8. 6Hz), 7. 07 (2H, d, J=8. 6Hz), 7. 34 ( 2 H, d, 
J = 8. 3Hz), 7. 45 (1H, dd, J = 8. 6, 2. 1Hz), 7. 53 
(2H, d, J = 8. 6Hz), 7. 63 ( 2 H, d, J = 8. 3Hz), 7. 9 
O (1H, d, J = 2. 1Hz), 10. 14 (1H, s), 10. 33 ( 1 H, 
s), 11. 81 (1H, brs). 
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ffl 5 0 5 : ^^#-^- 5 0 5 (D{b^©M5t 
: 2 9 . 8 % 

1 H — NMR (DMSO-d 6 ):5 3. 09 (4H, t, J = 4. 6Hz), 3. 
74 (4H, t, J=4. 6Hz), 6. 94-7. 01 ( 3 H, m), 7. 46 
(1H, dd, J = 8. 9, 2. 6Hz), 7. 55 ( 2 H, d, J = 8. 9Hz), 
8. 01 (1H, d, J = 2. 6Hz), 10. 29 ( 1 H, s), 12. 10 (l 
H, b r s ). 

ffl 5 0 6 : fc&m^r-B- 5 0 6 <Dfc>&tfo<DW& 

WMt IT, 5-^no-^y &t>*3- ( t e r t -°7?->V) T~y 

: 7 6 . 1 % 

1 H — NMR (CDC 1 3 ) : S 1. 35 (9H, s), 6. 99 (1H, d, J 
= 8. 9Hz), 7. 2 4-7. 2 8 (1H, m) , 7. 3 2- 7. 3 5 (1H, m), 
7. 40 (1H, dd, J = 8. 9, 2. 3Hz), 7. 4 6 -7. 5 0 ( 2 H, 
m), 7. 51 (1H, d, J=2. 3Hz), 7. 81 ( 1 H, brs), 11. 
9 4 (1H, s). 

^5 0 7 : ^##l#-^5 0 1 (D\Y&m<DmM. 

Mi UT, RX*3- ( 5 - t f;V7 9 2 /U) 

: 6 1 . 1 % 

1 H — NMR (DMSO-d 6 ) : 6 2. 36 (3 H, s), 6. 22-6. 23 
(1H, m), 6. 81 (1H, d, J = 3. OHz), 7. 02 ( 1 H, d, J 
= 8. 9Hz), 7. 36-7. 51 (3H, m), 7. 58-7. 61 ( 1 H, 
m), 7. 99-8. 01 ( 2 H, m), 10. 49 (1H, s), 11. 85 (1 
H, brs). 
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m 5 0 8 : 5 0 8 <Dft&m<DWk 

: 3 7 . 6 % 

1 H — NMR (DM S O — d 6 ) : 5 1. 80 (3H, d, J = 6 . 6 H z ), 5. 
33 (1H, q, J = 6. 6Hz), 7. 01 ( 1 H, d, J = 8. 9Hz), 7. 
25 (1H, d, J = 7. 9Hz), 7. 38 (1H, t, J = 7. 9Hz), 7. 

47 (1H, dd, J = 8. 9, 2. 3Hz), 7. 65 ( 1 H, d, J = 7. 9 
Hz), 7. 85 (1H, s), 7. 96 ( 1 H, d, J = 2. 3Hz), 10. 4 
8 (1H, s), 11. 80 (1H, brs). 

M 5 0 9 : 5 0 9 (D{k&Vo<DWk 

I&sp : 1 8 . 7 % 

1 H — NMR (DM S O — d 6 ) : 5 7. 03 (1 H, d, J = 8 . 9Hz), 7. 
41 (2H, s), 7. 48 (1H, dd, J = 8. 9, 2. 6Hz), 7. 54 
-7. 62 (2H, m), 7. 8 4-7. 8 8 (1H, m), 7. 93 (1H, d, 
J = 2. 6Hz), 8. 30 (1H, s), 10. 64 (1H, s), 11. 68 (1 
H, b r s). 

m 5 1 o : tt&mm^- 510 <Dtt&mv>m& 
urn ■ 6 2 . 6 % 

1 H— NMR (DMSO-d 6 ) : 6 7. 03 (1 H, d, J = 8. 6Hz), 7. 

48 (1H, dd, J = 8. 6, 2. 6Hz), 7. 8 2- 7. 8 8 (3H, m), 
8. 23-8. 26 (1 H, m), 8. 67 (1H, s), 10. 88 (1H, s), 
11. 45 (1H, brs). 
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Ms 1 1 : 1 1 (D\^m(Dm& 

HX^ : 1 7 . 1 % 

1 H — NMR (CDC1 3 ) : 5 7. 02 (1H, d, J = 8. 9 Hz), 7. 2 
6-7. 31 (1H, m), 7. 44 ( 1 H, dd, J = 8. 9, 2. 6Hz), 
7. 53 (2H, d, J = 2. 6Hz), 8. 41 (1H, brs,), 8. 42 (1 
H, d, J = 8. 9Hz), 11. 57 ( 1 H, s). 
M5 1 2 :-fh^#-^5 1 2(Dik^m(DWm 

WMt UT, y^t, S:^3, 4- (^—^>/I^3r v^) T^y 

: 6 0 . 5 % 

1 H — NMR (CDClj) : 5 0. 91 (6H, t, J = 6. 3Hz), 1. 3 
4-1. 61 (12H, m), 1. 7 6- 1. 8 9 (4H, m), 3. 97-4. 
04 (4H, m), 6. 88 (1H, d, J = 8. 9Hz), 6. 97-7. 00 
(2H, m), 7. 22 (1H, d, J = 2. 6Hz), 7. 38 (1H, dd, 
J = 8. 9, 2. 6Hz), 7. 47 ( 1 H, d, J = 2. 6Hz), 7. 73 (l 
H, s ), 11. 9 7 (1 H, s ). 
«5 1 3 : -ffcl^iW-^ 5 1 3 <D\Y>^(DWik 

1 6 hmm^mft&ft^K mmfc&m&fflto 

j&s^ : 1 6 . 4 % 

1 H — NMR (DMSO-d 6 ): 8 7. 0 3 ( 1 H, d, J = 8. 7Hz), 7 
7. 47 (1H, d d, J = 8. 7, 2. 7Hz), 7. 61-7. 70 (2H, 
m), 7. 86 (1H, d, J = 2. 7Hz), 8. 11 (1H, d, J=2. 1 
Hz), 10. 56 (1H, s), 11. 53 ( 1 H, s). 

M 5 1 4 : <fb£^#-!§- 5 14 (D\Y>-§m<DWik 
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Ml 6 |PJ«©»f£«:fTV\ ^JS^^Sr#yt„ 
iR^S : 8 8 . 2 % 

1 H — NMR (DMSO-d 6 ) : 8 0. 89 (3 H, t, J = 7. 0Hz), 1. 
2 8- 1. 47 (6H, m), 1. 6 7- 1. 7 6 ( 2 H, m), 3. 95 (2H, 
t, J = 6. 6Hz), 6. 6 9- 6. 7 3 ( 1 H, m), 7. 01 ( 1 H, d, 
J = 8. 8Hz), 7. 21-7. 28 ( 2 H, m), 7. 3 9-7. 4 0 ( 1 H, 
m), 7. 67 (1H, dd, J = 8. 8, 2. 6Hz), 7. 94 ( 1 H, d, 
J = 2. 6Hz), 10. 34 (1H, s), 11. 80 ( 1 H, s). 
m 5 1 5 : it&m^r-B- 5 15 C0{h^%©M3t 

Ifcsp : 2 0 . 2 % 

1 H — NMR (DMSO - d 6 ) : 5 1. '43 (3H, t, J = 7. OHz), 4. 
27 (2H, q, J = 7. OHz), 7. 07 ( 1 H, d, J = 8. 8Hz), 7. 
52 (1H, dd, J = 8. 8, 2. 9Hz), 7. 95 ( 1 H, d, J = 2. 9 
Hz), 8. 15 (1H, d, J = ll. 4Hz), 8. 57 ( 1 H, d, J = 8. 
4Hz), 12. 16 (1H, s), 12. 26 (1H, s). 
m 5 1 6 : -fk-&#>#-5§- 5 16 ©fb#*&©5t3£ 

tt, S.t^4-t Kn^rix- 3 -fT-fr— 1 

IR^S : 5 . 9 % 

1 H — NMR (DMSO-d 6 ): 6 2. 38 (3H, s), 7. 03 (1H, d, 
J = 9. 3Hz), 7. 43 (2H, s), 7. 46 ( 1 H, d, J = 2. 4Hz), 
7. 5 0-7. 5 4 (2H, m), 7. 67 ( 1 H, d, J = 2. 1Hz), 7. 
78 (1H, dd, J = 6. 0, 2. 7Hz), 8. 03 ( 1 H, brs), 8. 
18 (1H, dd, J = 6. 0, 3. 6Hz), 11. 98 ( 1 H, brs). 
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M5 1 7 : {bl^#-*§-5 1 KD\Y&m<DW-M. 

$£3£fe#!B4fe£*Lfc:£ift : B^5B^9 9/6 5 4 4 9t^7Vy h 
M 5 1 8 : it&m^r^ 5 18 <Dfc&ffo<Dm& 

SS3fi«fe^lB«$tbfcS:iR : SHE£HJH#9 9/6 544 9^y7Vyb 

095 1 9 : ih^-mm^ 5 1 9©fc#4fe©*36 

M 5 2 0 : {klMW-^ 5 2 0 (D^^KDlBt 

x & z> . 

»3S«fe«S|B*$^fcS:iR : B^1I9 9/6 5 4 4 9f/^7Wy h 
M5 2 1 : 5 2 1 (Dit^m (DM.lt 

w&mtmmzntijcm mm^mmQ 9/6 5 4 4 9t^7v y h 

M 5 2 2 : 5 2 2 (D\Y&m<DWfe 

mMfefim^&thfrXWl : SI^<kMfil9 9/6 5 4 4 9 >- 7 1/ >;/ }> 
M 5 2 3 : 5 2 3 <D^-a^©fiBt 

l^mh-B-mxh 5 o 

S^feaSfBtt^ftfczfcm : SMI9 9/6 5 4 4 9^7 1/yh 
M 5 2 4 : i\^m^t^r 5 2 4 (Dfc&ViKDmt 

: 5 2 . 4 % 

1 H — NMR (DMSO-d 6 ): 6 7. 03 (1H, d, J = 8. 7Hz), 7. 
3 3 - 7. 3 8 (1 H, m), 7. 44-7. 51 ( 3 H, m), 7. 67-7. 

362 



WO 03/103647 



PCT/JP03/07129 



72 (4H, m), 7. 82 ( 2 H, d, J=8. 7Hz), 7. 98 ( 1 H, d, 
J = 2. 4Hz), 10. 49 (1H, s), 11. 84 (1H, s). 

M 5 2 5 : ffr&-4fe«# 5 2 5 ©fl^4fc©S3£ 

5-^;V7tt!)f-;^ (2 18mg, 1 mm o 1 K 3, 5-^ (M)7;Vt 
P ^f;l/) 7-i]y (2 2 9mg, lmmo 1), Hlft!)y (8 8/j L, 1mm 
o 1), ^-/^h-drv-l/^ (5mL) (D^l^gr 3 B#f»f|&it^ Ufc 0 B^ll^ 

rc^/V=3 : 1) -effMUT, ^M-fb^©efe@#: (2 9mg, 9. 2%) £r 
#fc 0 

1 H — NMR (DMSO-d 6 ) : 5 7. 15 (1H, d, J = 8.8Hz), 7. 
65 (2H, s), 7. 73 ( 1 H, s), 7. 81 ( 1 H, s), 7. 82 (1H, 
dd, J = 8. 7, 2. 5Hz), 8. 23 ( 1 H, d, J = 2. 5Hz), 8. 
38 (2H, s), 10. 87 ( 1 H, s), 11. 15 ( 1 H, brs). 
W 5 2 6 : ^^#-^ 5 2 6 (D^^©M3t 

MSi:UT N 5 - ^ n n iMJ ^vvgfe % RTf 2 , 4 - tf ^ ( MJ ^ ^vl") 

urn : 6 . 9 % 

1 H — NMR (CDC 1 3 ) : S 7. 03 (1H, dd, J = 8. 7, 0. 6H 
z), 7. 4 3-7. 4 8 (2H, m), 7. 91 ( 1 H, d, J = 9. OHz), 
7. 96 (1H, s), 8. 42 ( 1 H, s), 8. 49 ( 1 H, d, J=8. 7 
Hz), 11. 26 (1H, s). 
M5 2 7 : ^^#-^-5 2 7 <D^#JG9®Bt 

M^i: UT N 3 ?vM^ XT* 3, 5-tf* (b!J7;Vtn^^) 
: 6 4 . 6 % 

X H — NMR (DMSO-d 6 ) : 8 7. 12. (1H, t,J = 8.1Hz), 7. 
37 (1H, tt, J = 7. 5, 1. 5Hz), 7. 43-7. 4 8 (2 H, m), 
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7. 5 6- 7. 6 0 (3H, m) , 7. 91 (1H, s), 8. 07, (1H, dd, 
J = 8. 1, 1. 5Hz), 8. 48 (2H, s), 11. 00 (1H, s), 12. 
16 ( 1 H, s ). 

15 2 8 : it&mm^ 5 2 8 (Di^m^Ult 

JWM t LT, 4 - y ^vvgfe N Jfrxf- 3 , 5 - tf ^ ( f y 7 n^^-;v) 

®M ■ 6 5 . 7 % 

'H-NMR (DMSO-d 6 ): 6 6. 8 1 - 6. 9 0 ( 2 H, m), 7. 84 
(1H, s,), 7. 9 3- 7. 9 8 ( 1 H, m,), 8. 45 ( 2 H, s,), 10. 
78 (1H, s), 11.81 (1H, s,). 
fJ5 2 9 : it&mm^ 5 2 9 <D{b^<D®Bt 

iitML7cM4 7 1 \z.&\^x, fl^#/#-J§-4 7 1 (Dit&m t coM^^m^X^ 

/»-o 

: 9 . 4 % 

'H-NMR ( C D 3 OD) : 5 2. 16 (3 H, s ), 2. 34 (3 H, s), 

6. 69 (1H, d, J = 8. 2Hz), 6. 76 ( 1 H, brs) 6. 95 (l 
H, d, J = 8. 8Hz), 7. 02 ( 1 H, d, J = 8. OHz), 7. 15 (l 
H, d, J = 8. 2Hz), 7. 29 ( 1 H, d, J = 8. 2Hz), 7. 37 (1 
H, dd, J =8. 8, 2. 6 Hz), 7. 97 (1H, d, J = 2. 6 Hz), 

7. 9 8 (1 H, s ). 

M5 3 0 : ik&mm^S 3 0©fb-e*©$t3S 

-<>-y^ h y /v^vn-c^u let lu^^gfef^sr^vN, mmtt&m*mc.o 

&m : 7 5 . 2 % 

X H-NMR (DMSO-d 6 ) : 5 7. 13 (1H, d, J = 8.8Hz), 7. 
54 (1H, dd, J=8. 8, 2. 6Hz), 7. 94 (1H, dd, J=8. 
4, 1. 6Hz), 7. 95 (1H, d, J = 2. 6Hz), 8. 15 ( 1 H, t, 
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J = l. 5Hz), 8. 75 (1H, d, J = 8. 8Hz), 11. 25 ( 1 H, 
s ), 12. 4 5 (1 H, s ). 
M531 : \^mm^ 5 3 1 <Dtt&m<DW& 

WMtVX^ ^4- [2-75 7 -4 - (hy7;vt 

JR^ : 1 1 . 6 % 

X H-NMR (C D 3 OD) : 6 6. 8 8 ( 1 H, d, J = 8. 6Hz), 7. 1 
9 (2H, d, J = 8. 9Hz), 7. 24 ( 1 H, d, J=8. 6Hz), 7. 
33 (1H, dd, J = 8. 8, 2. 8Hz), 7. 46 ( 1 H, dd, J=8. 
9, 1. 9Hz), 7. 76 (2H, d, J = 8. 9Hz), 7. 98 ( 1 H, d, 
J = 2. 7Hz), 8. 9 6 (1 H, s). 
M5 3 2 : flS<£^##5 3 2<D\\&m<DWfe 

!&%s. : 8 8 . 1 % 

1 H — NMR (CDC 1 3 ): 8 3. 85 ( 3 H, s) 6. 81 (1H, d, J 
= 8. 5Hz), 6. 9 7- 7. 0 2 (3H, m), 7. 08 (2H, d, J = 8. 
8Hz), 7. 30 (1H, m), 7. 40 (1H, dd, J = 8. 8, 1. 9H 
z), 7. 45 (1H, d, J = 2. 2Hz), 8. 70 ( 1 H, s), 8. 78 (1 
H, d, J = l. 6Hz), 11. 76 (1H, s). 

Ms 3 3 3 3 (Dih^m^mm. 

ifc^ : 4 7 . 8 % 

1 H — NMR (CD 3 OD) : 5 7. 0 0- 7. 0 6 (2H, m), 7. 48 (1 
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H, dt, J = l. 5, 7. 5Hz), 7. 74 ( 1 H, d, J=8. 4Hz), 
8. 01-8. 08 (2H, m), 8. 79 ( 1 H, s), 11. 09 ( 1 H, s), 
12. 03 ( 1 H, s ). 

M 5 3 4 : 5 3 4 <Dft&m<DWk 

(1) 2-7^7-4- (2, 4-^an7x^) fry^/V 
M^LT, 2' , 4' -^PP7tf7x/y % \sT%m^Xm 
3 9 5 (l) il^I«lo«kf^Srfirv\ *«^4bSr#^:„ 

Jfc^ : 9 7 . 1 % 

1 H — NMR (CDC 1 3 ) : 5 5. 0 1 (2H, s), 7. 0 9 ( 1 H, s), 
7. 28 (1H, dd, J = 8. 4, 2. 1Hz), 7. 45 ( 1 H, d, J = 2. 
1Hz), 7. 82 (1H, d, J = 8. 4Hz). 

(2) 5-7nn-2-t Knde->-N- [4- (2, 4-^pp7x=;V) 
f7/^-2 — f /!✓] ^X7> K 6 3 4) 

i^t^ ^2-7^7-4- (2, 4-^un 

JR^S : 8 . 0 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 0 8 ( 1 H, d, J = 8. 7Hz), 7. 
5 0- 7. 5 5 (2H, m), 7. 7 2-7. 7 6 (2H, m), 7. 91 ( 1 H, 
d, J = 8. 4Hz), 7. 95 ( 1 H, d, J = 2. 4Hz), 11. 87 (1 
H, b r s), 12. 0 9 (1H, b r s). 
W 5 3 5 : 5 3 5 ©fl^<fe<E>j8K£ 

Jm^iUT, fc^f- !7 ?vHB % ^7J?3, 5-tf* (MJ7;l/tP7 

iR^ : 9 9 . 2 % 

! H-NMR (CDC 1 3 ) : 5 1. 26 (6H, d, J = 6. 9Hz), 3. 4 
4 (1H, Hept, J = 6. 9Hz), 6. 92 ( 1 H, t, J = 7. 8Hz), 
7. 38 (1H, dd, J = 8. 1, 1. 2Hz), 7. 44 ( 1 H, d, J = 7. 
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5Hz), 7. 69 (1H, s), 8. 13 (3H, s), 11. 88 ( 1 H, s). 

m 5 3 6 : 5 3 6 <Dft&m<OWk 

N- [3, (MJ7;^n^f;l/) -2-tFo^>-3- 

y t:VW<^XT $ K 0fb£^#-^5 35;l00mg, 0. 2 6 mm o 1 ) 

©ES^i (5mD mmz., T/u^iymmur, (14. 4 M l, 0. 

28mmol) 7 m g, 0. O3mmo 1) ^M, g|&t2Bf 

mmwvtc 0 &)&m&m&mm^?-^x*%r%Ri,fz. 0 mm^f-^m^, ma-em 

lr n - ^=^f y/^xf;k-e^lr LT^ift^il© 1 1 Omg, 9 

1. 5%) £r#fc 0 

'H-NMR (CDC1 3 ): S 1. 2 5 (6H, d, J = 6. 9Hz), 3. 3 
9 (1H, Hept, J = 6. 9 Hz), 7. 49-7. 51 (2H, m), 7. 
71 (1H, b r s), 8. 11-8. 14 (3H, m), 11. 81 ( 1 H, b 
r s ) . 

W 5 3 7 : ft&ym-W 5 3 7 (Dft&mvWfe 

N- [3, 5 -If* (MJ7;^a^f;v) -2-tKn^>-3- 
* f/MyX7 S K 328;150mg, 0. 41 mm o 1 ) 

$ (3 : 1) m&mm (5mL) fc, N-^n^n^^^^ K (8 
8. 2mg, 0. 50mmol) &Mx.^ Sfit 1 0 Lfc 0 ELmU&m 

t^fc^S^r^y *^7A^n-r h^??^— (n— ^^ri^>- : @£g^c^/i/= 
5 = 1) tiSLt, (1 6 7mg, 9 1. 5%) £#fc 0 

1 H — NMR (CDC 1 3 ) : 5 2. 28 (3 H, s), 7. 47 (1H, s), 
7. 50 (1H, d, J = 2. 4Hz), 7. 71 (1H, s), 8. 08 ( 1 H, 
brs), 8. 13 (2H, s), 11. 71 ( 1 H, s). 
M 5 3 8 : ft^#/#-^5 3 8 (Di^m^m^ 
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(1) 1- (3-^FP7x=/V) - 5 — 7^~;V — 3 - ( bV 7 JVOrxi * ^-;V) 

t?^— /v 

4, 4, 4 - b V 7;V^u- 1 1 , (4 3 2. 3 

mg, 2mmolK 3-= fn7x-;H; K7^>M (3 7 9. 2mg, 2 
mmo 1), 3&£g& (0. 2mL), ^ y — /v ( 8 mL) 2 B#^P^3* 

^=4 : 1-3 : 1) «LT, SHHfb^©#«6fe»5|c (6 3 1. 5m 
g , 9 4. 7 %) £r#fc 0 

1 H — NMR (CDC1 3 ): 5 6. 80 (1H, s), 7. 23-7. 26 (2 
H, m), 7. 3 5- 7. 4 5 (3H, m), 7. 54 ( 1 H, t, J = 8. 4H 
z), 7. 63 (1H, ddd, J = 8. 1, 1. 8, 1. 2Hz), 8. 19- 
8. 2 5 (2H, m). 

(2) 1- (3-T5 7 7x^) -5-7^-/1^-3- ( h y 7;^n^f 

1- (3-^fn7x^) -5-^^-/1^-3- (M)7;wtn^f;i/) t°7 
/l^ (0. 5 9 g, 1 . 7 7 mmo 1 h 5 %^7^^7 J^BM (0. 0 6 g) M 
(3mLh ^#S—;v ( 2 mL) SrJfl^., tK*#H^T, ^2^** 

A^nvb^77^- (n— ^3MJ-^ : B£@ferc^v^= 2 : 1) tUSLt, 
it&mcDU&mW- (4 9 1 . lmg, 9 1. 4%) ^#fc D 
1 H — NMR (CDC 1 3 ) : S 3. 78 (2H, s), 6. 54 (1H, ddd, 
J = 7. 8, 1. 8, 0. 6Hz), 6. 65 (1H, ddd, J = 8. 4, 2. 
4, 0. 9Hz), 6. 7 3- 6. 7 5 ( 2 H, m) , 7. 07 ( 1 H, t, J = 
8. 1Hz), 7. 2 4-7. 3 6 ( 5 H, m) . 

(3) 5-7no-2-tKP^>-N- {3- [5-7^-/V-3- (MJ7 
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3 8) 

l&Ip : 7 4 . 4 % 

1 H — NMR (CDC 1 3 ) : 5 6. 77 ( 1 H, s), 6. 97-7. 03 (2 
H, m), 7. 2 7- 7. 4 5 (8H, m), 7. 65 ( 1 H, ddd, J=8. 
4, 2. 1, 0. 9Hz), 7. 74 (1H, t, J = 2. 1Hz), 7. 93 (1 
H, s ), 11. 6 3 (1 H, s). 
M5 3 9 : ik&mm^S 3 9 <Dfc&®KD&m 

(1) 5- (t e r X—zff-jV) -1- (4-^ f-n7x^) -3- (hV ? 

i^^fibT, 1, 1, l-MJ^/^n-5, 6— 2, 4-^^^>- 
&U?4- = fn7x=;vt K7^yttt^V^T0ij5 3 8 (1) H 

ItK^S : 9 4 . 7 % 

1 H — N M R (CDC 1 3 ) : 5 1. 2 3 (9H, s), 6. 5 1 ( 1 H, s), 
7. 62 (2H, d, J = 9. 0Hz), 8. 37 ( 2 H, d, J = 9. 0Hz). 

(2) 1- (4-7 5 7 71^) -5- (t e r t-^/V) -3- (hV7 

5 - (t e r t --ff-)V) -1- (4-^fP7x^) - 3 - ( h 
: 98. 9 % 

X H— NMR (CDC 1 3 ) : 5 1. 20 (9H, s), 4. 00 (2H, br), 
6. 40 (1H, s), 6. 69 ( 2 H, d, J = 8. 7Hz), 7. 14 ( 2 H, 
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d, J = 9 . 0 H z ). 

( 3 ) N- { 4 - [ 5 - ( t e r t -?^/V) - 3 - ( MJ 7;V$ru * <? f V) fc° 
9 l —4 7i^;v) - 5-^nn-2-t Ko^^^XT 5 K 

^#-^-5 3 9) 

WMt UT. 5 - ^ n nihy ^/V|^ N ^u? l - (5 J ~7 - 5 - ( t 

e r t -Zf^/V) - 3 - ( h V 7 ;Vjrn ^ =f-;V) j/— /I^Ml^TM 1 6 £ IhI 

Jfcsfs : 5 7 . 6 % 

'H-NMR (CDCI3): S 1. 23 (9H, s), 6. 47 ( 1 H, s), 
7. 00 (1H, d, J = 9. 0Hz), 7. 4 0- 7. 4 4 ( 3 H, m) , 7. 
57 (1H, d, J=2. 4Hz), 7. 72 ( 2 H, d, J=8. 7Hz), 8. 
15 (1 H, s), 11. 5 8 (1 H, s ). 

M 5 4 0 : {b^#-i§-5 4 0 (D\k&m<D<mk 

N- [3, 5-tf^. (MJ7/^n^f;i/) -7^=.;v\ -2-tKn^>-3- 
7x^MyXT> K (^^#-^5 2 7) £ig^TM5 3 7 t I^O^fl^fT 

ifcspi : 6 7 . 5 % 

1 H — NMR (DM SO - d 6 ) :5 7. 36-7. 50 (3H, m), 7. 55 
-7. 59 (2H, m), 7. 71 ( 1 H, d, J = 2. 1Hz), 7. 93 (1 

H, brs), 8. 28 ( 1 H, d, J = 2. 1Hz), 8. 45 (2H, s), 1 

I. 06 (1H, brs), 12. 16 ( 1 H, brs). 
M 5 4 1 : ft^##5 4 1 (D4k-&m<DM& 

(1) 2— 7*5;/ — 4— (3, 4-^^t3n^^^/P) =f-r^/—;V 
Mitt, 3' , 4' -^nnrtl>7x/y, mu-i>ry 
3 9 5 (1) ^^©tftf^§rm\ aiSfc'&to «:#*:, 
IR^B :77. 8 % 

'H-NMR (DMSO-d 6 ) : 5 7. 17 (2 H, s), 7. 24 (1H, s), 
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7. 62 (1H, d, J = 8. 4Hz), 7. 78 ( 1 H, dd, J = 8. 7, 2. 
7Hz), 8. 22 (1H, d, J = 2. 4Hz). 

(2) 5-^nn-2-tKn^>-N- [4- (3, 4-^pp7i^) 

fT/-/w- 2-^r/Ki ^yxr^ K Offr^<fc#-i§- 5 4 1) 
Wfflb LT % ;&t*2 -T 5 7 - 4 - (3, 

JR¥ : 1 5 . 1 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 0 8 (1 H, d, J = 8. 7Hz), 7. 

52 (1H, dd, J = 8. 7, 2. 7Hz), 7. 71 ( 1 H, d, J=8. 4 
Hz), 7. 91 (1H, d, J = l. 8Hz), 7. 94 ( 1 H, s), 8. 18 

(1H, d, J = l. 5Hz), 12. 09 (2H, bs). 
M 5 4 2 : ft^^#-J§-5 4 2 (D\Y&m<DW& 

(1) 2-7^/-4- [4- (fy7/Vto^f/P) ^ac^/lx] f7/^ 
W3&h Lt, 4' - {W7>vj!rxi*=$-;V) 7th7i/v N RVft^VT* 
ffiV^TM3 9 5 (1) fcPl«©JRf^^ffV\ «HS-fb^Sr#fc 0 

IR^K : 7 7 . 5 % 

1 H — NMR (DMSO- d 6 ) : 5 7. 18 (2 H, s), 7. 26 (1H, s), 
7. 72 (2H, d, J = 8. 4Hz), 8. 00 ( 2 H, d, J=8. 1Hz). 

(2) 5-^on-2-fcKn^-N- {4- [4- (b!J7;Vtn^f/V) 
:7^~/k] ^-T)/— /I— 2 — f/W ^X7-; K (Mff 5 4 2) 

I^fi Lt, $^ 2 -T^7-4- [4- (MJ7/l/t 

n^^yix) ^m^/l^] f7)/- /^V^TMl 6 £ ^#<^f£<£rfirV\ tfM-f^ 

i« : 1 6 . 0 % 

! H-NMR (DMSO-d 6 ) : 5 7. 09 (1 H, d, J = 9. 0Hz), 7. 

53 (1H, dd, J=8. 7, 2. 7Hz), 7. 81 ( 2 H, d, J = 8. 4 
Hz), 7. 96 (1H, d, J = 2. 4Hz), 7. 98 ( 1 H, s), 8. 16 
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(2H, d, J = 8. 1Hz), 11. 91 (1H, bs), 12. 13 ( 1 H, 
b s). 

096 4 3 : ^^##5 4 3 <D^^©^5t 

(1) 2-Ti?hdr^-N- {4- [3, 5 - tf* (MJ7;^o^f;V) \f=y 

HOSf^LT, 2-7tF^>-5-^nngIfi N &T*1- (4-7U7x 
-3, (Ml7/^o^f;v) tf7^-;Hrfflv>m24i^Ii 

'jRap :7 7. 8 % 

1 H — NMR (CDC 1 3 ) : S 2. 36 ( 3 H, s), 7. 78 (1H, s), 
7. 14 (1H, d, J=8. 7Hz), 7. 48-7. 51 ( 3 H, m) , 7. 
77 (2H, d, J=9. OHz), 7. 83 ( 1 H, d, J = 2. 7Hz), 8. 
2 5 (1 H, s ). 

[1- (4-7^;7x=;l/) -3, (MJ7;Vtn^fA-) fc°^y*— 

/]✓ : r-^> — ^-/^ • tf-y • ^t^V • bU- (Journal of Medicinal 

Chemistry)], 2 0 0 0^, f4 3t, ^16^, p. 2 9 7 5-2 9 8 

(2) N- {4- [3, 5-fcf^ (MJ7;^a^f/I/) 3/— /P- 1 — f/l7] 
7 a - 5-7nn-2-t Kn^^yXT^ K 5 4 3) 
Mi Lt, 2 -T*fe h^V-N- {4- [3, 5 - If ^ (MJ 7;>tn^f;V) 
t?9y*~ /V- 1 — 7x=;W -5-7nn^y^7$ K^V^T^!|2 (2) 

JR^ : 73. 1 % 

1 H — NMR (DMSO - d 6 ) : 5 7. 0 4 (1H, d, J = 8.7Hz), 7. 
48 (1H, dd, J = 8. 7, 2. 7Hz), 7. 63 (2H, d, J=8. 7 
Hz), 7. 84 (1H, s), 7. 89 ( 1 H, d, J = 3. OHz), 7. 94 
(2H, d, J = 9. OHz), 10. 65 ( 1 H, s), 11. 58 (1H, s). 

M5 4 4 : fc&®m-&5 4 4(D^^KDM^. 
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(1) 3, (MJ7;^n^f^) -1- (3-=ha7x-;k) if? 

^>'MMV^t^5 3 8 (1) £|19*i<^fl23r*TV\ ^jH^1^£#fc 0 
: 9 4 . 0 % 

1 H— NMR (CDC 1 3 ) : 5 7. 16 (1H, s), 7. 77 (1H, dd, 
J = 8. 7, 8. 1Hz), 7. 88-7. 91 ( 1 H, m), 8. 42-8. 4 
5 (2H, m). 

(2) 1- (3 -T$ / •yaL^tv) -3, 5-l?X (MJ7;^n^f;l/) 
y — ;v 

WMh^X, 3, 5-tf* (MJ7^to^f;k) -1- (3-nfn7x^) 

fc o 7/-;^^-cM5 3 8 (2) tmm<Dmfc&ft\<\ mmik&m&nfro 

l&m : 7 3 . 1 % 

1 H — NMR (CDC1 3 ): S 3. 89 (2H, s), 6. 77-6. 87 (3 
H, m), 7. 04 (1H, s), 7. 26 ( 1 H, t, J = 8. 7Hz). 

(3) 2-Tirh^^-N- {3- [3, 5 - fcT* ( h D 7/VtP^f ;U) fc°7 
/l^-l— >f/i/] -5-^nt3^7X7> K 

m^^LT, 2-Ti? h3->- 5 nn$:S#g^ ^.t^ 1 - (3-7^/7x 
-3, (MJ7;i/to^f^) tf7 i/— ;^iv^TM2 4 

l^sf! : 8 4 . 4 % 

1 H — NMR (CDCI3): 8 2. 33 (3H, s), 7. 09 (1H, s), 
7. 11 (1H, d, J = 9. 0Hz), 7. 30 ( 1 H, d, J = 7. 8Hz), 
7. 4 5- 7. 5 2 (2H, m), 7. 67 ( 1 H, d, J=8. 4Hz), 7. 
78 ClH, d, J = 2. 4Hz), 7. 95 (1H, s), 8. 29 ( 1 H, s). 

(4) N- {3- [3, 5-fcT* (hy^/^n^^/l^) */*->V- 1 — f/K] 

- 5-^nn-2-fcFn^yX7^K (ft^Wf 5 4 4) 
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m^tvx, 2 -r-t? h^cis-N- { 3- [3, 5 -tr* ( h y y tv^rv^^-jv) 

fc°7 N /-/V'-l-/f/I/] - 5-^Pn^yX7^ K£rMV^M2 (2) 

W : 6 9 . 9 % 

'H-NMR (CDC1 3 ): S' 7. 01 (1H, d, J = 8. 7Hz), 7. 1 
0 (1H, s), 7. 3 4- 7. 3 7 (1H, m) , 7. 42 ( 1 H, dd, J = 
8. 7, 2. 4Hz), 7. 50 ( 1 H, d, J = 2. 4Hz), 7. 56 ( 1 H, 
t, J = 8. 1Hz), 7. 6 9- 7. 7 3 (1 H, m), 7. 9 5- 7. 9 8 (2 

H, m), 11. 5 7 (1H, s). 

M5 4 5 : Yk-a-4fe##5 4 5 <D{k&tfo<D9m. 

(1) 2 4 -7x- /1^&#SM 

4-^oo-2-^ h 3^^i.#gM ( 9 0 4 m g , 4 . 5 mm o 1 ) % 7x 
^/k/J? o i^gfc (500mg, 4. 1 mm o 1 ) % ^^ir v">A (2. 7 g , 8. 2 
mmo 1) ON, N-^^f;I/*M7^; K (15mL) ¥&Wifc, T/V^#H 
i^^oPtf^ (h!J7x^*X7^y) ^v^A (2 9mg, 0. 0 
4 mmo l)«rJn*:, 1 2 0tf8 B#IWJ*#Ufc 0 KJfc»^to&£i&£^?i^P« % 

!?A-CftiLfc 0 ^I^ffif*tT#btlfcaS*^!J^^7A^n 
^b^77^- (n-^f>:g||if;i/=io : 1) TigtT, g&ffifl^ 
^©ifeitll (4 10mg, 4 1. 2%) &#fc 0 

1 H — NMR (CDCI3): 5 3. 91 (3H, s), 3. 98 (3H, s), 
7. 17 (1H, d, J = l. 5Hz), 7. 20 ( 1 H, dd, J = 8. 1, 1. 
5Hz), 7. 31-7. 50 (3H, m), 7. 5 9 - 7. 6 3 ( 2 H, m) , 7. 
8 9 (1 H, d, J = 8. 1 H z). 

(2) 2 h*f- 4 -7x=;l/SIfK 

2-^f^r^-4-7xx;^|fi^f;l/ (4 10mg, 1. 6 9mmol) 
©^^7-/1^ (5mL) »«H:2^7k«^h y *-Mc»* (5mL) SrJn*., 
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( 3 7 1 m g , 9 6. 0 %) £r#fc 0 
1 H — NMR (DMSO— d 6 ) 5 3. 9 3 ( 3 H, s), 7. 29 ( 1 H, d 
d, J = 8. 1, 1. 5Hz), 7. 34 (1H, d, J = l. 5Hz), 7. 4 
0-7. 53 (3H, m), 7. 7 3 - 7. 7 7 (3H, m), 12. 60 ( 1 H, 
s). 

(3) N- [3, 6 -If* (bJ)7^tn^f/U) :7ac~/H - 2 h ^V- 
HlfiLT, 2-^f^-4-7x=;^im M3, 5-tf* 

: 9 7 . 5 % 

1 H — NMR (CDC 1 3 ) : 5 4.19 (3H, s), 7.2 5 ( 1 H, m) , 
7. 3 8-7. 5 3 (4H, m) , 7. 6 2- 7. 6 5 ( 3 H, m), 8. 12 (2 
H, s), 8. 35 (1H, d, J = 8. 1Hz), 10. 15 ( 1 H, brs). 

(4) N- [3, 5 -If* (MJ7/l'tn^f^) 7 
-4-7x=;^X7U* (^##5 4 5) 

N _ [ 3> (MJ7/Vto>f;V) ;7cn~/V] -2-^ h^r^-4-7 

x =/V^yX7^ F (lOOmg, 0. 24mmol) O^nn^V (5m 
L) WaMH»7|-^PP^« (0' 71mL, 0. 71m 

mo i) &an*., sa^itflWlJittUfc, s^^^^^T^^u.Tk, 

ftfczWfci' !> 2/'?A'2l9J** h^77^f- (n -^^rf-^ : |^B6^^ = 
5:1) *»fc<£*&<0 S-fe^* (69. 3 m g , 71. 6 %) 

i H _ NMR (DMSO-d 6 ):5 7. 2 0 ( 1 H, dd, J = 8. 4. 1. 
8Hz), 7. 30 (1H, d, J = l. 8Hz), 7. 39-7. 51 (3H, 
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m), 7. 6 0- 7. 6 4 (3H, m), 7. 70 ( 1 H, brs), 8. 15 (2 
H, s), 8. 19 (1H, brs), 11. 59 ( 1 H, s). 

W 5 4 6 : fl^4fc#^6 4 6 (OWL^m^W^ 

(1) 2-T$7-4- (2, 5-^7/I/tn7x-^) f7^-^ 
JK^LT, 2' , 5' -i?7;v*nrth7x;^ RXff-^^ UT^m^X 
093 9 5 (1) £|i^©iftftvMfV\ »K^-^4bSr#/to 

Ifc^ : 7 7 . 8 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 45 (1 H, d, J = 2. 7 Hz), 7. 
11-7. 17 (1H, m), 7. 19 (2H, s), 7. 2 8 - 7. 3 6 ( 1 H, 
m), 7. 6 5-7. 71 (1 H, m). 

(2) 5 KndrV-N- [4- (2, 5-^7;^n7i^) 
f7y^/v-2-^f;H ^yX7^ K (M#t5 4 6) 

Mibt, 5-^of!)« ^2-7$/-4- (2, 

J&5f£ : 3 6 . 5 % 

1 H — NMR (DMSO— d 6 ) : 5 7. 0 9 ( 1 H, d, J = 8. 7Hz), 7. 
2 2- 7. 3 0 (1H, m), 7. 37 ( 1 H, m) , 7. 53 (1H, dd, J 
= 8. 7, 3. OHz), 7. 72 ( 1 H, d, J = 2. 4Hz), 7. 77-7. 
84 (1H, m), 7. 94 ( 1 H, d, J = 3. OHz), 11. 89 ( 1 H, 
bs), 12. 12 (1H, bs). 
m 5 4 7 : 5 4 7 <D\\&m<DW& 

(1) 2 — T*fe hap-f— 4— ^ n t2^S#BI 
Mi LT, » ^.^tK^StMV^TM 3 4 (1) 

: 8 8 . 1 % 

1 H — NMR (DMSO - d 6 ) : 5 2. 25 (3H, s), 7. 42 (1H, d, 
J = l. 8Hz), 7. 48 (1H, dd, J = 8. 4, 2. 4Hz), 7. 94 
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(1H, d, J=8. 1Hz), 13. 31 (1H, s). 

(2) 2— T"fe h^S' — N— {4- [3, 5 -If* (h!J7^to^f^) tfy 
y*— /v— 1 --f/Kl 7x^;i/} 

MiLT, 2-rth^>-4-^npStfS, XT* 1 - (4-T^/7^ 
~/k) -3, 5 -If* (HJ7^tP^f;V) t°7^»Tfj24i^li 

: 7 4 . 0 % 

1 H — NMR (CDC 1 3 ) : 5 2. 37 (3H, s), 7. 08 (1H, s), 
7. 23 (1H, d, J = l. 8Hz), 7. 37 ( 1 H, dd, J = 8. 1, 2. 
1Hz), 7. 50 (2H, d, J = 8. 7Hz), 7. 77 (2H, d, J=8. 
7Hz), 7. 82 (1H, d, J = 8. 1Hz), 8. 23 (1H, s). 

(3) N- {4- [3, 6 — If* (MJ7;VtP^f^) tfy i/— 1 -^T/V] 
^^/W -4-^PP-2-t Kn^r^^T S K 5 4 7) 
JJ§qsf£LT, 2-Tirh^rV-N- {4- [3, 5 - tf * (M)7;PtPy^) 

y— ;v- i -^T/v] y^~/W -4-^PP^yXr? K^Mv^tM2 (2) 

i&s^ : 5 6 . 6 % 

1 H — NMR (DMSO-d 6 ): 6 7. 0 3- 7. 0 6 ( 2 H, m), 7. 61 
(2H, d, J=8. 7Hz), 7. 81 ( 1 H, s), 7. 8 9 - 7. 9 5 (3 
H, m), 10. 62 (1H, s), 11. 82 ( 1 H, s). 

m 5 4 8 : ffra^#-!§- 5 4 8 (Di^m^WM 
(1) 1- (4-=fP7x-;V) — 5— 7x^-3- (M)7/VtP^f^) 

Jll^£ LT, 4, 4, 4- h y 1 -y zz.~;V- 1 , 3-^>"5?^-^ 

^t;4-=iP7x^;i/t K7^t^Mv^J5 3 8 (1) ira^^jftf^ 

l&m : 9 5 . 2 % 
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1 H — NMR (CDC 1 3 ):5 6. 8 0 (1 H, s), 7. 2 2-7. 2 6 (2 
H, m), 7. 3 7 - 7. 4 5 (3H, m), 7. 51 ( 2 H, d, J = 9. 3H 
z), 8. 22 (2H, d, J = 9. 0Hz). 

(2) 1- (4-T^/7x^) -5-7x^-3- ( h ]) ^ 
if 9 

JMPt-kVXs 1- (4-^Fn7x=;k) -5-7x^-3- (M)7;^n 
i&s^ : 7 3 . 0 % 

1 H— NMR (CDC1 3 ): 5 3. 80 (2H, s), 6. 62 (2H, d, J 
= 8. 7Hz), 6. 72 (1H, s), 7. 08 ( 2 H, d, J = 8. 7Hz), 

7. 2 2- 7. 2 6 (2H, m) , 7. 3 0- 7. 3 3 ( 3 H, m) . 

(3) 5-^nn-2-kFn^-N- {4- [ 5 - 7 3 - (MJ7 

4 8) 

ISi tt, 5 - ^ o o iMJ S.t^l- (4-T$/7^c^/V) -5-7 

ais/v- 3 - ( b v -y^jrv * tf7 ^zm^xw i6 1 mm^m^ 

JR3£ : 7 3 . 2 % 

1 H — NMR (CDC 1 3 ) : 5 7. 02 (1 H, d, J = 8. 7Hz), 7. 2 
1 (1H, s), 7. 3 0- 7. 4 2 ( 7 H, m), 7. 47 ( 1 H, dd, J = 

8. 7, 2. 7Hz), 7. 79 ( 2 H, d, J = 8. 7Hz), 7. 89 ( 1 H, 
d, J = 2. 7Hz), 10. 56 (1H, s), 11. 61 ( 1 H, s). 

M5 4 9 : ffr£^fc##5 4 9 <E>i43t 
(1) 2-7^7 - 4 - (4-^f^>7x=/V) f7/-/V 

HC£f£LT. 4' h*^T1z f7x/y, ^ff7W7?rlV^j3 9 5 

(1) £l^<^f£<HTV\ *Sfl^*b«:1£fco 
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l&m ■'• 8 5.2% 

1 H — NMR (DM SO - d 6 ) : 5 3. 76 (3H, s), 6. 82 (1H, s), 

6. 92 (2H, d, J = 9. 0Hz), 7. 01 ( 2 H, s), 7. 72 ( 2 H, 
d, J =8. 7H z ). 

(2) 5 — ? n tt— 2 — fc Kn^i^-N- [4— ( 4 - ^ b ^ ~;V) =f-~T 

I/— /k-2-^/V] ^yXT^ K (ft^i#t5 4 9) 

l&m : 1 6 . 4 % 

1 H — NMR (DMSO-d 6 ): 5 3. 80 (3H, s), 7. 0 1 (2H, d, 
J = 9. 0Hz), 7. 07 (1H, d, J = 8. 7Hz), 7. 50-7. 55 
(2H, m), 7. 86 (2H, d, J = 9. 0Hz), 7. 96 ( 1 H, d, J 
= 2. 7Hz), 11. 90 (1H, b s), 12. 04 (1H, bs). 
M5 5 0 : {b^#/#-^5 5 0(Dfc&m(DWk 

(1) 2-7^/-4- [3- (M)7^tn^f^) f/y^ 
Mtlt, 3' - (M)7Mn^^) Tirh^/V, Mft!)V7?: 
1V^J3 9 5 (1) ^IH#<^^^TV\ ^M^#^^#f-o 

j&lfS : 9 4 . 1 % 

1 H— NMR (DMSO - d 6 ) '-8 7. 19 (2H, s), 7. 27 (1H, s), 

7. 61 (2H, dd, J=3. 9, 1. 5Hz), 8. 07-8. 13 (2H, 
m) . 

(2) 5-^no— 2-t Ko^^-N- {4- [3- ( M) 7;Vto ^ f /l') 

^^^/i/] f x/^/v- 2 — r/W ^7-; k ut&m^5 5 0) 

iE^-iLT, 5-^nnihp^/^ M2-75/-4- [3- (M)7;^ 
: 31. 0 % 
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1 H — NMR (DMSO-d 6 ) : 8 7. 1 3 (1H, d, J = 8. 7Hz), 7. 
53 (1H, d d, J = 9. 0, 2. 7Hz), 7. 70 ( 1 H, d, 1 = 2. 4 
Hz), 7. 71 (1H, d, J = l. 2Hz), 7. 95 ( 1 H, d, J = 2. 
7Hz), 8. 00 (1H, s), 8. 2 4- 8. 2 7 ( 2 H, m) , 12. 16 (2 
H, b s ). 

095 5 1 : {k^^#-^5 5 1 ©ft^OSBt 

(1) 2 — 7- 4 - (2, 3, 4, 5, 6-^y^7/^n7x^) 

mntVX, 2' , 3' , 4' , 5' , 6' -^y^7;^n7t h^rc/ ^ N 
XtJ«ft!?^r%ffiV^TM3 9 5 (1) fclRl#©ttfts«:m\*«te'&tt«r#fco 
I&S^ :86. 7 % 

X H — NMR (CDC1 3 ): 5 5. 19 (2H, s), 6. 83 (1H, s). 

(2) 5-^no-2-tKo^>-N- [4- (2, 3, 4, 5, 6 -* 
~7;V7tu7x.~;V) fT^- /V-2--T^] ^X7^ K 0ffrS-fc##6 5 1) 
jg^UT, (2, 3, 4, 5, 

J&l^ : 2 3 . 8 % 

1 H — NMR (DMS O- d 6 ) : S 7. 08 (1H, d, J = 8 . 7Hz), 7. 
53 (1H, d d, J = 8. 7, 2. 7Hz), 7. 73 ( 1 H, s), 7. 93 
(1H, d, J=2. 7Hz), 11. 85 (1H, bs), 12. 15 ( 1 H, 
b s ). 

m 5 5 2 : fl:^«J»# 5 5 2 <ZMbl%-#!J<Z>S3t 

2-t Kn^^-N- [2, 5 - tf * (MJ7;^o^f^) 7x=;k] ^yX 
7^ K 5 3 3 ; 175mg, 0. 5 mm o 1 ) <D\BMft&M ( 5 m 

L) jg&JclI^ m (3 mg, 0 . 0 5mmo 1 h ^{t ( 1 2 9 1 , 2. 5mm o 

1) 5 o°c-ei 2B#w«#u/t 0 Kj&M&m&^n-£x«&w&, mam. 
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^/^= 2:1) «Lt, mmib&WtW ( 1 8 4 . 2 m g , 7 2 . 7 %) 

'H-NMR (DMSO-d 6 ) : 8 7. 92-7. 98 ( 1 H, m) , 8. 06 
(1H, d, J = 2. 1Hz), 8. 09 (1H, d, J = 8. 4Hz), 8. 2 

2 (1H, d, J = 2. 1Hz), 8. 2 7-8. 3 2 (1 H, m), 11. 31 
(1H, s). 

095 5 3 : ffr£4&##5 5 3 Ofb'&^S^t 

mntVX^ 2, 3-^Fn>MyXW'tK W3-[3, 5-tf* 
( h y ^/V^-n ^-;V) -0-v?/l^] fT/ y 2 , 4 -^>- (M 3 1 9 ( 1 ) 

(Dih^m ^fflv^t«3 1 9 (2) fcl«I«<0lftfts«:fTV\ aiH-fb^WSrff'fc, 
ItZ^ : 8 8 . 5 % 

1 H— NMR (DMSO-d 6 ) : 5 5. 02 (2H, s), 6. 88 (1H, d, 
J = 7. 8Hz), 7. 0 0-7. 0 4 (2H, m), 7. 79 ( 1 H, s), 8. 

03 (2H, s), 8. 07 (1H, s), 9. 49 ( 1 H, s), 9. 91 (1H, 
s). 

W 5 5 4 : 5 5 4 (Dit^m<DWt 

5-^nnf!j^7^ft K (1 5 7 m g , lmmo 1), 2-T5/-4 - t 
e r t — T ^/I^^—zP Z?xu~/V x-7;l/(2 5 5mg, lmmol) N ^^ 
/-;v (2mL) ©Steflb&Sin* 1 8 B#raif#Lfco Mlr«ffif*ur#fc 

100:1) tilLT, ««^4fe®efeiafr (5 7mg, 14. 4%) 3r# 

X H— NMR (CDC 1 3 ) : 5 0. 66 (3 H, t, J = 7. 5Hz), 1. 2 
6 (6H, s), 1. 61 (2H, q, J=7. 5Hz), 6. 8 8- 6. 9 4 (3 
H, m), 7. 04 (1H, dd, J = 8. 0, 1. 6Hz), 7. 15-7. 3 
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2 (7H, m), 8. 61 (1H, s), 13. 20 ( 1 H, s). 

M5 5 5 : ^-^^#-^-5 5 5 (D^^O^jt 

4 — ^nn-2- ({[2 -yx/drv'- 5 - ( t e r t ~7 J 

57} ^ ^"A-) 7 ^ / — /V 0fL-8^#-$5- 5 5 4 ; 13mg, 0. 03 mm o 1 ) % 
3fcSR-fb*#3(W h y !7A (1. 2mg, 0. 0 3 mm o 1 h /• 9 S*~ A* ( 1 mL) 

*Wnvh^77^- (n -^rf-V : Mfct^/l^ 6 : 1) t«ltt, 

(13mg, 10 0%) £#fc G 
! H-NMR (CDC1 3 ): 5 0. 69 (3H, t, J = 7. 6 Hz), 1. 2 
8 (6H, s), 1. 63 (2H, q, J = 7 . 6Hz), 4. 41 ( 2 H, s), 

6. 78 (1H, m), 6. 9 3 -6. 8 3 ( 5 H, m) , 7. 03 ( 1 H, m), 

7. 15 (2H, m), 7. 28 (3H, m) . 

&m.W 1 : T N F a MMK ±5AP-1 fi»fbR&#Sl5£ 

A P - 1 ^IB?!] (TGACTAA) £ 7 flM^ ^7* A fc:) Lfc^- U =* 9 K 
^*^;Wi^i/7x9'- *?*fS^- (Luc) ©±«}^^fcV7^^ K(pAP- 
1 — L u c Reporter Plasmid : STRATAGENE #M) ?T ^7 7 3 ^f$|g 

(Effectene, QIAGEN #M) ^fflV^tt h^tf^fc^ilWJI&t* H e L a QIAGEN 
ftKDr/n h3-;HlfV^7>'X7x : 5' MT, 6—24 B#Wi§#Lfc 0 ^O^, 
WRflj^*©#ftTXtt*#ftTt?, TNF-a (40 ng/ml) 4 B#W±§# 

XMk5&&y£WM&Wi, (SPECTRAFLUORPLUS, TECAN |±1S) V^$iJ^ Lfc 0 IftK 

fflktt&m 10 At g/ml 1 At g/ml#i£TS-*5 § A P - 1 ^#P£^SrTIB©^ 
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AP- l?£t£ffcPJLW (%) 


SttXft 1 0 /z g/mL 


m^oms. 1 n g /m L 


24 


56.7 


33.3 


50 


89. 1 


42.4 


51 


91.2 


48.4 


52 


82.4 


25.4 


63 


33.9 


NT 


65 


44.1 


NT 


67 


60.9 


18. 1 


73 


51.5 


NT 


146 


67.7 


NT 


147 


74.8 


22. 7 


148 


83.8 


39. 3 


149 


75.4 


NT 


182 


49.9 


NT 


192 


7. 0 


NT 


204 


29. 7 


NT 


209 


55.3 


21. 7 


218 


33. 5 


NT 


223 


7.0 


NT 



NT : not tested 



wskm 2 : n f ATm^trnwrnfe ( 1 ) 

NFAT (Dffi&mm& 0 —iSy ? hf^—Hmfc* (LacZ) ©_h^(d|a^5AA,fc Utf 
— 5; K (NFAT-LacZ) &r IVa 5*-f • • if • ^-> 3 • 
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T*y* (Proceedings of The National Academy of Sciences of The United States 
ofAmerica)j, (#S), 1991^ % 8 8 *, f9f, p. 3972-397 
Gfcmm<Djfmz.%^b : 7^X7~? hbfcjurkat cell ^ t©7 

t7tfe5A2 3 1 8 7 i PMA (Phorbol 12-myristate 13-acetate) Rtfttiftft 
^<^#^^fcfi##^T"e, Modified RPMI 1 6 4 0 4 Lfc 0 

tVa . 7*9*^ • ^ • f ^XWX • ^ . f . aW fy K- ^ 
4 ry • • T*V% (Proceedings of The National Academy of Sciences of The 

United States of America) J, Ofcffl), 1991^, g8 8f, & 9 -f-, p. 3 
972-3976 fcBto^SISLfc. Wftfc#*&#&TK:*l 



5 0 



NFATgWlf^ (%) 



1^ 1 0 M 



10 0 



1/iM 



7 0 



TOTM3 : MEKK - lKffl^iaSAP - lTObpifait 
AP-1 «r#£^l (TGACTAA) £ 7 >y*Mz.) Lfctf-y ^ F 

^*^W7x7^I{^ (Luc) ©±W^^y^^K(pAP- 
1 - L u c Reporter Plasmid : STRATAGENE #M) iMEKK- iZ&mrf?* ^ 
K (PFCMEKK.-STRATAGENE&M) «r h 9 ^ 7 * * ^ a (Eff ectene, QIAGEN 

*±M)£J^Tfc h If MXl'&Xmmme pG2|E QIAGEN tfc©^n (.a^fc 
#V ' = NbT, 20~24«ffl|««Lfc, #mfc*m<D&(E 

^ yLT OWSM'^tUt) XtMU^aSSf, (Genios, TECAN %M) * 

WCfi«F**^je)*:.|l«fls^« l^g/mi Xt5/*fctt l^M^TI^rtS A 
P - 1 Sttlfl**«rTlB©*fc^ro 
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a p - 1 mmtmwm (%) 


m w^m. i n g /m l 


MW^^. 1 n M 


51 


>99. 9 


N.T. 


50 


99.4 


90. 7 


67 


94. 8 


N.T. 


73 


98. 7 


N. T. 


63 


94.9 


N.T. 


114 


97. 1 


N. T. 


163 


90.4 


N. T. 


71 


98.0 


N. T. 


56 


96. 3 


82.6 


98 


>99. 9 


N. T. 


196 


99.8 


N. T. 


122 


92. 8 


N. T. 


195 


95. 5 


91.2 


199 


70. 6 


N. T. 


201 


79. 1 


N. T. 


532 


83. 8 


N. T. 


552 


76. 3 


N. T. 


101 


N. T. 


85. 3 



N. T. : f^^^r-f 



f£®^!j 4 : N F ATffimtUWm'M. ( 2 ) 

NFAT^^iB^J^^^/W^v-^^^-^at^ (Luc) (D±m\Z-U^?&Ajt^ 
9 * 5 K (NFAT Luc) Srh^^^a^Va ^fcfclg (Ef f ectene, QIAGEN #£4) & 
ffl^Tt f5fli^f^fe5fe«^He pG2t QIAGEN %k<DZfu ha^/W^tV^ 
7y^7x^v'gyLT, 20~24 B#MJt^bfc 0 
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^<D^ Wmh^m^tE^.tat^^^ET'V 4mmmm\^fc^ TPA(200nM) 
ionomycin(2/z M) &Mz.X 20~24 RtHligii ]^fc 0 

^ CO ^ mik f*J <D fV is 7 ^ 7 — £r M° y % i? — > LT > ^±M) & £ tf, 

^^M'J^g (GENios : TECAN^fcM) V^IU/£ bfc 0 

^ fe7t 0 |0MWfc#tt 1 u g/ml &t*/£ fc tt 1 M #^Tt-*3 ft <5 N F AT 





NFATjSttWt* (%) 


IftlSl n g/mL 


m^Mm i n m 


51 


>99. 9 


N. T. 


50 


99. 5 


94.8 


67 


>99. 9 


N. T. 


73 


97. 8 


N. T. 


63 


92. 7 


N. T. 


114 


77.9 


N. T. 


163 


84.4 


N. T. 


71 


>99. 9 


N. T. 


56 


99. 7 


88. 9 


98 


94. 2 


N. T. 


196 


90. 0 


N. T. 


122 


88.0 


N. T. 


195 


86. 7 


96. 8 


199 


>99. 9 


N. T. 


201 


>99. 9 


N. T. 


532 


97. 1 


N. T. 


552 


78.3 


N. T. 
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101 



N. T. 



96.0 



N.T. :&m&-r 
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it jfc <d m. m 

1 . T13— ^ ( I ) : 




(I) 



Ate, ^HR^XttT-fe^aESr^b, 

aiztt, ^c-o-a (5£tf\ A«_hiB^:»tiHi^-efe5) ro^-x-e (5£*k 
x-e G£tf\ x^Ef*_hiB^^lKia-efes) -e*$tb5*»ftfe^M^gm 

mw&&%>&&k lt^, ap- i <Dmmt&vm~rz>mmo 

2. »*©$6hi& 1 3St^ia*©— (i) ^mztizfc&mRxmm^mz 

3. X#\ TlE»Ml£a «t VmU&tl&m (^Iftlll^f LTV^t^ £ 

a] TWB^: : 
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-C-N- 

II ! 

O H 



H 

— C-N-C — 
ii i i 
O H H 
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-C-C=C — 
n i 
O H 
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— c=c— 

I 

H 



H H 

i i 

-C-N-C-C 
n i i i 
O H H H 
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u 

-S-N — 

u i 

O H ■ 



H H 
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